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* NOTICES * 

JPO and NCI PI are not responsible for any 
damages caused by the use of this translation. 

1. This document has been translated by computer. So the translation may not reflect the original precisely. 

2, **** shows the word which can not be translated. 
3.1n the drawings, any words are not translated. 



CLAIMS 
[Claim(s)] 

[Claim 1] Formula: [Formula 1] 

R4 




- R1 means a halogen atom; (C1-C4) alkyi; (C1-C4) alkoxy; trifluoromethyl radical; trifluoro methoxy group 
among [type.; 

- R2 — hydrogen atom; — halogen atom; (C1-C4) — alkyl; (C1-C4) — alkoxy; — a trifluoromethyl radical — 
meaning — ; 

- Or R2 is in the 6th place of an Indore-2-ON ring, and R1 and R2 become together, and they mean a bivalence 
trimethylene radical.; 

" R3 — halogen atom; — hydroxy; (C1-C2) — alkyl; (C1-C2) — alkoxy; — a trifluoro methoxy group — meaning 

- R4 — hydrogen atom; — halogen atom; (C1-C2) — alkyl; (C1-C2) — ARUKOKISHI — meaning — ; 

- Or R4 is in the 3rd place of phenyl, and R3 and R4 become together, and they mean a methylene dioxy radical.; 

- R5 — ethylamino radical; — dimethylamino radical; — azetidine-HRU radical; (C1-C2) — ARUKOKISHI — 
meaning — ; 

- R6 ~ hydrogen atom; (C1-C4) — alkyl; — radicaKCH2) n-CO-R9; radical-C0-(CH2) n-NR ten R11 — 
meaning — ; 

- R7 means ARUKOKISHI (C1-C4).; 

- R8 means ARUKOKISHI (C1-C4).; 

- R9 — hydroxy; (C1-C4) — alkoxy; — radical-NR 12R13 — meaning ~; 

- R10 and R11 mean respectively independently alkyl (C1~C4).; 

- Or RIO and R1 1 become together with the nitrogen atom which they have combined, and constitute the 
heterocycle type mach ine chosen from azetidine~HRU, pyrrolidine""HRU, PIPERIDA""HRU, piperazine~HRU, 
morpholine-4-IRU. or thio morpholine-4-IRU.; 

- R12 means hydrogen or (C1-C4) alkyl.; 
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- R13 — alkyi (C1~C4); -C(CH3)2CH2 OH-radical; — two -C (CH3) (CH20H); three -C (CH20H) ~ meaning ~ 

- Or R12 and R13 become together with the nitrogen atom which they have combined, and constitute the 
heterocycle type machine chosen from azetidine-1-IRU, pyrrolidine-l-IRU, PIPERIDA-1-IRU. piperazine-l-IRU. 
morpholine-4-IRU, or thio morpholine-4-lRU.; 

- n is] which is 1 or 2. 

A possible salt with ********, its solvate and/or a hydrate and an inorganic acid, or an organic acid. 
[Claim 2] The compound according to claim 1 of the gestalt of a pure isomer optically. 
[Claim 3] Formula: [Formula 2] 



The compound by claim 2 of [the carbon atom which has a substituent OR 6 is (R) arrangement among a 
formula, and the carbon atom of the 3rd place of Indore-2-ON is either (R) arrangement or (S) arrangement]. 
[Claim 4] The compound by claim 3 which is the gestalt of a levorotatory isomer. 

[Claim 5] The inside of a formula, - R1 means a chlorine atom, a methyl group, or a trifluoro methoxy group.; 

- R2 means a hydrogen atom, or it is in the 6th place of Indore-2-ON, and a chlorine atom, a methyl group, a 
methoxy group, or a trifluoromethyl radical is meant.; 

- R3 means a chlorine atom, a fluorine atom, a methoxy group, or an ethoxy radical.; 

- R4 means a hydrogen atom, or it is in 3 of phenyl, or the 4th place, and a fluorine atom or a methoxy group is 
meant.; 

- Or R4 is in the 3rd place of phenyl, becomes together with R3, and means a methylene dioxy radical.; 

- R5 means a dimethylamino radical or a methoxy group.; 

- R6 — hydrogen atom; — methyl group; — ethyl group; — tert-butyloxy carbonylmethyl radical; — 
carboxymethyl radical; — [[2-hydroxy-1-(hydroxymethyl)-1-methylethyl] amino] carbonylmethyl radical; (1- 
piperazinyl) — carbonylmethyl radical; (4-mol HORINIRU) — carbonylmethyl radical; — a 3-(4-mol HORINIRU) 
propanoyi radical — meaning — ; 

- R7 is in the 2nd place of phenyl, and means a methoxy group.; 

- R8 means a methoxy group.; 

The salt with the compound by claim 4. an inorganic acid, or an organic acid and its solvate, and/or the hydrate 
of a formula (la). 

[Claim 6] ~ (2S, 4R) The -1-[5-chloro-l-[(2, 4-dimethoxy phenyl) sulfonyl]-3-(2-methoxypheny)-2-oxo— 2 and 
3-dihydro~1 H-Indore-3-IRU]-4-hydroxy-N and N-dimethyl-2-pyrrolidine carboxamide, levorotatory isomer; 

- (2S. 4R) The -l-[5-chloro-1-[(2. 4-dimethoxy phenyl) sulfonyl]-3-(2~methoxypheny)-2-oxo — 2 and 3~ 
dihydro-lH-Indore-3-IRU]-4-methoxy-N and N-dimethy|-2-pyrrolidine carboxamide. levorotatory isomer; 

- (2S. 4R) The -1-[5-chloro-3-(2-chlorophenyl)-1~[(2, 4-dimethoxy phenyl) sulfonyl]-2-oxo — 2 and 3-dihydro- 
1H-Indore-3-IRU]-4-hydroxy-N and N-dimethyl-2-pyrrolidine carboxamide, levorotatory isomer; 

- (2S, 4R) The -"1-[5-chloro-3-(2-chlorophenyl)-1-[(2, 4-dimethoxy phenyl) sulfonyl]-6-"methoxy-2~oxo — 2 and 
3-dihydro-1 mndore-3HRU]-4-methoxy-N and N-dimethyl-2-pyrrolidine carboxamide, levorotatory isomer; 

- (2S, 4R) The -1-[5-chloro-1-[(3. 4-dimethoxy phenyl) sulfonyl]-3-(2"methoxypheny)-2-oxo — 2 and 3- 
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dihydro-1H-Indore--3-IRU]-4-hydroxy-N and N-dimethyl-2-pyrrolidine carboxamide, levorotatory isomer; 

- (2S, 4R) -1-[5-chloro-3-(2-methoxypheny)-1-[(3, 4-dimethoxy phenyl) sulfonyl]-2~oxo — 2 and 3-dihydro- 
1H-Indore-3-IRU]~4-hydroxy-2-pyrrolidine carboxylic-acid methyl, levorotatory isomer; 

- (2S. 4R) The -1-[5~methyl-1-[(2, 4-dimethoxy phenyl) sulfonyl]-3-(2-methoxypheny)-2-oxo — 2 and 3- 
dihydro-1H-Indore-3~IRU3-4-hydroxy-N and N-dimethyl-2-pyrrolidine carboxamide. levorotatory isomer; 

- (2S, 4R) The -1-[5-chloro-1-[(2, 4-dimethoxy phenyl) sulfonyl]-3-(2-methoxypheny)-2-oxo — 2 and 3- 
dihydro-1H-Indore-3-IRU]-2-(azetidine-1-yl"-carbonyl)-4-hydroxy pyrrolidine carboxamide, levorotatory isomer; 

- (2S. 4R) The -1-[5-trifluoro methoxy"-1-[(2, 4-dimethoxy phenyl) sulfonyl]-3-(2-methoxypheny)-2-oxo — 2 and 
3-dihydro-1H-Indore-3-IRU]-4-hydroxy-N and N-dimethyl-2~pyrrolidine carboxamide, levorotatory isomer; 

- (2S, 4R) The -1-[5-chloro-1-[(2, 4-dimethoxy phenyl) sulfonyl3-3-(2-methoxypheny)-6-methyl-2-oxo — 2 and 
3-dihydro-1H-Indore-3-IRU]-4-hydroxy-N and N-dimethyl-2-pyrrolidine carboxamide, levorotatory isomer; 
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(I) 



- Rl^i/^^yvJ?,^; (Ci~Q) 7)i^^)v: (Ci~c^) 7;vn^->; h'J 

- R^JiTK^m^: ^^Dr>Ji^ ; (Ci~C) t;v*;1': (Ci-'C.) t^u^ 

- R^^±/^^y>'J^,^ ; t Ka^V ; (Cx~Q) T^w^JV ; (Ci-C,) 7;u 

- R4»i*5lJr,^ ; />ay'/E^; (Cx-^i) Tjw^jv; (Ci-Q) t;v3 

> V :t ^ 'y^i:MM L ; 

- R,{ixf^;i.75yS; v^^;vT^/S; T-iff-vv- (Ci 



(3) «S2 003-523351 

- ReJiTKtJi^: (Ci~c,) t;v^ji^ ; (CH2) n-co-R» : 
CO- (CH«) «-NRiQRii?rE^t ; 

- R»fi (Ci~C,) 7;i/3;^->4rfKi*U ; 

- R.fi (Ci-C,) 7ji/3^->«:^i^t : 

- R9(iiiKD^->: (Ci~c,) 7;i'3=^v' ; S-NRnRij*^i*t : 

- Rio*J:C/Rii(±#^ifeitLT (Cx-C.) 7;w#jv*5ti*u : 

- Rul±*:^'bt<l4 (Ci-C,) 7;v*JVSr*.i^t ; 

- Ri,{i (Ci~c,) 7)V^)V : -C (CHi) 2CH2OHS; - C (CHO 

(CH2OH) (CH2OH) jl^rti^L; 

i-^jw, V- 4 -^JV"b L< lif-:^-^Jl/*'J >-4 — f ;i'^^f>S 

m2] 



(4) 
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[^'4=> w^^oRe^^-r&^miF'*' (R) @^fi-e*»)^ -fvK--'i'-2- 

;t><7?3^i<0Mtir>W (R) ifiSSfcli (S) g2t<7)»/>t*it^^-^^*] <^M* 

- R6 7!)^;jc^;^.^ : ^f-;!'*; t e r t --Tf-JW^^-V^^VK-JW 

^^jpl; *;^5K^->^^;^l: [ [2 -v: kd:^->- i - (ii Ku + '>p< 

) - 1 -^f^jua:.f-;w] 7?/] * JW^'-^V^ : ( 1 - t*'^ 9 v-Jl') * 



(5) ^^2003-52335 1 

^ (I a) <Dmtm4KXh^t^^^. mwtitcii^mwLt<om.. ^hmt^<r> 
mm\^^ axf/ttz ^tim^o 

[m*lg6] - (2 S, 4R) - 1- [5-:^na- 1- [ (2. 4- 
h^->7x-;i/) 7.;1/*^JV] -3- (2-> h+->7x^;W) -2-:^^ 
V-2, 3 -vt; KD- 1 H-^ > K-^V/- 3 --f JV] 

N - i^pt f- 2 - tr n ij y * 5 b\ ; 

- (2S, 4R) -1- [5-i?nn-l - [ (2. 4-i^> h^^/^x-;!/ 
) 7.;v*-;w] -3- (2-> b*->7ii^Jl') -2-;J-*V-2, Z-'J^ K 
o_ iH--^>K-;i/-3— f ^V] -4-pt h^'rv'-N, N--;^;^ f-JW- 2 - ^ 

- (2S, 4R) -1- [S-^'cn-s- ( 2 - n n 7 x -1- [ 
(2, 4 h^->7x::^;W) J^^V^-^V] - 2-;J-*V- 2, 3-vt:KD 

_ 1 H-^ V K-;^-3-W;i'] -4-tKn^i/-N, N -i^^ f-JV- 2 - 

- (2S, 4R) -1- [S-jJ'OD-S- (2-^oP7x-;v) -1- [ 

(2, 4 - v;5< h*->7i:::-JV) ;^;V*:=.;V] - 6 - ;< h * 2 -:t ^ V - 2 

^ ;p _ 2 - e a V ;w •^f 5 K> ifciStt^tt-fi^ : 

- (2S, 4R) -1- [S-jJ'OD-l- [ (3. 4-vp< h^->7x^;V 
) ;;^;v*:::jp] -3 - (2 f^->7i-;W -2-;J-4rV-2, 3->^li K 
o- 1 H-'f > K-;W-3 --f JW] -4-b Ko*->-N, N-i^P« f-^W- 2 - 

- (2S, 4R) -1- [5-^'nn-3- ( 2 h*->7 xziJl/) -1- 
[(3. 4 b+v'7x-;l') -2-:t^V-2, 3-vliK 

n- 1 H-'f > K-;w-3 -'f JW] -4-11 K0^i/-2-V:n';->'>*;i"K> 
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- (2S, 4R) -1- [ (2, 4 - v h 7 ^ 

) - 3- (2 b^->7x-;i/) -2-^^V-2. S-vliK 

xj-m-^y }f^}\,-S-y( )V] - 4- t Kn:^->-N, N-i^^ f-Jl'- 2 - 

- (2S. 4R) -1- [5-i5'na-l - [ (2. 4--:^> mr>'7x-;i' 
) JV] - 3- (2-^ h^v'7x-;W) -2-:^-=^V-2, 3 -v^H K 

o_ 1 H_^> K-;u-3 -'f JW] -2 - (7-iff-:^>- 1 -^^^*^^^'-■'^) 

- 4 - n -> D 'J V > * ji/^K^-f ^ K. &mnm^^ ; 

- (2S, 4R) -1- [5- h'J 7;W:J-ap< h^i^- 1 - [ (2, 4-v> 
b^-:^7x::^JV) ;^.JV/*:-;l/] -3- ( 2 - ^ h *->7 x-^l') -2-*^V- 
2, 3-vt: Ka- 1 H-^' V K-J^-3-'^;^] -4-tKn^?/-N, N- 

2 - o U V V * 5 K> iEiS14M14# ; 

- (2S, 4R) -1- [5-->VV-l - [ (2, 4--:^^ h4pi/7x^;W 
) T-JW^-^V] - 3- (2-> b^v7xx;i.) -6 2 
, 3 -vH Kn- 1 H-^" V K-;i'- 3--f ^l'] - 4 - Kn^i/-N, N-v 
pt f- >V- 2 - n «; i; y * 5 ; 

- (2S, 4R) -1- [3- (2 -:i'no7x^;i/) -1- [ (2. 4--:^ 
h^->7xr.;v) -5, 6 -v^f-^i'- 2 -*^V-2. 3--:^ 

H Kn- 1 H-'f > K-JV- 3 -W" JV] -4 -V: Kn^iz-N, N -i^pf f■J^- 
2 - f n v' >' * 5 h\ ;£:^t4^'r4# : 

- (2 S, 4 R) - 1 - [5 - ^un - 1 - [ (2 , 4 - v> h 7 x -^l' 
) J^;i/*^;i/] -3- (2. 3-v^ h^->7x-;l/) - 2 -:t^V- 2. 3- 
-yb Ka- 1 H-'f > K-;V/- 3 - 4 -;>« b^'>-N, N--:^>"?-^V- 
2 - e D U V V * ;u**^-9- 5 :fcJI14ll14'* ; 

- (2S, 4R) -1- [S-^'nn-l- [ (2, 4 -i^^ b 4f->7 x-iW 
) - 3- (2-^ h^'>7xc:;p) -6-hV7JW:*-n^^;i'-2 
-*^V- 2, 3-'y^V^- IH-^ y 3 )^] -4 

- (2 S, 4R) - 1 - [6 - ^'DU - 1 - [ (2, 4-i^> h+->7x-;u 
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) - 3- h#->7x^;i/) - 5 2 2 

, 3--7liKn-lH — f > K-JV- 3 --f ^1^] -4-p<b^v'-N. N-v;'< 

- (2S, 4R) -1- [5-i5^nn-l- [ (2. 4 ^*->7a:-;^ 
) x;!/*-;!/] -3- {2-:* Y^'yrP -i--^^v-2, z-'Jy:.^ 
n_lH-^VK-;i'-3--f;i^] -4-xh^i/-N, N- vj< f-;^- 2 - b' 
n 'J V > ;U;je^-9- ^ K, iEiSt^^tt* ; 

- (2S, 4R) -1- [S-tJ^na-i - [ (2, 4-vp<h*->7xx;i' 
) -3- (2. 3 -v^ b^->7i-;i/) -2-;t^v-2, 3- 

K0- 1 H-^ > K-;i'- 3 --^ - 4 Kn^rv'-N, N-v^p^^^V 

- 2 - e n ij V > * ? K> UW&mL'^ ; 

- (2S. 4R) -1- [5, 6-v^'Dn-3- ( 2 -^^ nu 7a^-JW - 
l-[(2, 4 h^->7i-JV) XJV't^-;!-] -2-:t^V-2, 3-v^ 
t: Kn- 1 H-^ > K-.'i'- 3 JV] - 4 -li Kn^v'-N. N-->*p<f-JW- 
2 - e u V > ii ;w>}?^-9- ^ K, ^ilttMtt^*: ; 

- (2S. 4R) -1- [S-^'DD-l - [ (2, 4-v>< h4r->7j^-;U 
) T^Jl/^^Jl/] - 3- (2 h^v'7Ji-Jl') - 2 -:i-^V- 2. 3-vHK 
n_ 1 H — f > K-^P- 3 — f Jl'] - 4 - -^ 2 -t^n'J yy^^P**^® 

- (2S, 4R) -1- [S-iS'an-l - [ (2, 4-v;<h^->7i-;V 
) - 3- ( 2 -pt h ^->7x^;W) - 6 2 -:^-^V- 2 
, Z-^J^ Kn- 1 H-'f K-^v- -4-^ h 2 - 1: n 'j 

- (2S, 4R) -1- [S-^'nn-l - [ (2. ^-V:^ h^v'7i-;v 
). XJV*-;w] - 3- (2 -xb^->7x-;i^) -2-;i-^V-2, 3-i/V:K 
n- 1 H--f y K-;i'-3 --f JV] - 4-lc Ka^$/-N, N-i^p< f-^V'- 2 - 

tf P 'J V * ^ ^j- 5 K , :fc^'l4^t4# ; 

- (2S, 4R) -1- [5-i^na-i- [ (2, 4 - v> b 7 x 

) - 3- (2, 3 - -:^7 Jl^^t n 7 x 3- 
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- 2 - n' a V > * ;v5K*-9- 5 K, ifeilteM-ft* : 

- (2 S, 4 R) - 1- [5-:^ DO - 1 - [ (2, 4 - vpJ h + V 7 x 

) ;^ji/;J->-;i/] -3- (2, 4 - i^pt h 7 x -2-:t4rV-2. 3- 

v*V: Kn- 1 H-'f > K-.'i'- 3 — f JW] - 4 - fe: Kn^V-N, N-i^^f'^V' 

- 2 - f D >; V h\ ; 

- (2S. 4R) -1- - [ (2, 4-v>>+v'7x^>U 
) -3- (1. 3 - ^> Vv^^t ^ V --/W- 4 - ^ JW) -2-:i-^V 
-2. 3 - v^l: Kn- 1 H--< V K-;V'- 3 ^V] - 4 - 1: Ka^v'-N, N 
--:/>f-jw-2-ti*n';v>*;w>K^-9-^ K> ;fcig14Mi4'* ; 

- (2 S, 4R) -1- [5, - 1- [ (2, 4-v^ h + ->7 
izijp) - 3- (2 h^->7xx;V) -2-:i-*V-2, 3- 

i/t Kn - 1 H--0 K-.'V'- 3 - 4 -fc Kn^rv'-N. N-i/p^f-^V 

- 2 - n >; > 7!; ;p 5^*^ •^t 5 K , ; 

- 2-[[(3R, 5S)-l-C5-^'nn-l-[(2. 4-->'^ 
7x-;v) -3- ( 2 b ^->7 x^;P) -2-*^v-2, 3 
-vk Fa- 1 H-W K-JW- 3-'f - 5- [ (v^^^^VT^^') 

- 2- [ [ (SR. 5S) -1- [S-^'on-l- [ (2. 4-i^;<V^'y 
7x^;l') -3- (2 -pf h^->7x:^;V) -2-:r*V-2, 3 
-yt; Kn- 1 H--<> K-J^- 3 --f - 5- [ (v^^^VT^V) 

- (2S, 4R) -1- [5-^DO-l- [ (2, 4-v;< h^':^7x^;v 
) x;V5f:-;i/] - 3- (2 h+->7x^Jl/) - 2 -;i-=^rV- 2 , 3 -v^l: K 
n-lH-'f >K'-Jl'-3— f;v] -4 - [2- [ [2-t Ko^->-l- 
Kn^'^^f-^') - 1 ->f-;i'Xf-jl/] 75 y] - 2 -:t^vx h^->] -N. 
N - V > ^l^ - 2 - t: n 'J v > * 5 b\ fciS'tt^ttfr ; 

- (2S, 4R) -1- - [ (2. 4-v^>b^->7x^;u 
) - 3- (2 h*->7xxjl/) _2-;a-^V-2. 3-v^K 



(9) 
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- (2 S. 4R) -1- [ [ (2, h4r->7j^^Jl') - 
3_ (2 f^->7x-;U) -2-:i- + V-2, 3 -i^ll KD- 1 H--f > K 
„;i,_3_^;l.] _N, N-v>^^^-4- [2-*^V-2- (4--=e;i/^'; 

- 3- (4-^JW*';-JW) T-n/N-^K (3R, 5S) -1- [5-^'nn- 
1- [(2, 4 h + ->7i-;v) - 3- (2-><b*->7i 

-2-*^V-2, 3-vV: Kn- 1 H-^ -^^H -5- 

[ ( f - JV7 5 y ) A jw^- JV] - 3 - feT a u v*^ ; 

tKW ^ M*^ ? i 5 J: 4 -fb-^ tl o 



[^tfl'x Ri, Rjx Rax R4> R.*J:O^R.{4m*«U^iiV>-C5t (I) <^'fl:-& 
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l<k5l 



R. 




(11) 



- RiJi^Nnyyif.i^ ; (Ci~Q) TJi'^Ju; (Ci~Q) TJi^n^v; h 

- R,fi2K«JI^ : ^^nyvlii^: (Ci-C.) TJU+^i': (Ci-C,) T^bri 

- RJli^^^^yl^.^ ; t: Kn^-> ; (Ci-Q) 7;i/+JV : (Cx-C,) 

- R4f47Kt®i^: ; (d ~Q) T^u^Ji' ; (Ci-c,) 7;v3 



Patent provided by Sughrue MIon, PLLC • http://www.sughrue.cofn 



(11) 00 3-5 23 35 1 

- R,[iif-;i/7§yl; Vp{f-;i'75y*: T-iff-i^v- i-'f^v^; (Ci 

- RsiiTi^^m^; (Ci~Q) Tjv^jv ; ^- (CHO --CO-R» ; 

CO- (CHa) n-NRio Rii^rEB^L ; 

- RsJiliKD^-^; (Ci-C,) TJV'ndfv' ; ^-NRij Ri3 ?r^5^t ; 

- Rio*J:C;fRiiJi^>«r^te]S!:UT (Ci~Q) TJW^JV^^I^L ; 

- f^jJiRio*5<l:OfRiiJi> ^*it>56«^-&tTv^smtIi^f:-S«lc>5roT, 
T-ef-vV- 1 --f fau v>- 1 --f tf^v 1 -'f ;i/> e/>?7v^ 
v_ 1 jp, >-4 Ji''(>L < fi^;i-*)V*'; >-4 --f 

- RijJiTlc^t/cii (Ci-c,) 7;i/^;p«r^i*t : 

- Ruli (Ci-Q) T^w+^w : - c (CH3) 2CHjOH^; - c (cho 

(CH2OH) 2^; -C (CH2OH) j^Sr^l^t: 

fc <7>EliW HS^S^i ^> O't-liliiW ^iSfil^is J: 



(12) ^$^2 003-523351 

OQo 



(13) ^^2 003-52 3 35 1 

10 0 0 1] 

7)\^^=-y-^'^y:f^'yy (avp) oVxb^§#t 
o -e*ti±. ^03i^(7)as(7)$## : Vi (Vi.> Vib) , Wi^mm-r^o ^inh 

!NFt^lffK> Jfli« iWtfi. ^^Xtf-XM) . Jfli/>=R, WK, 'f-'^^ wm 
(Uterine sphere) Ic^^^rSUTo 

[0 0 0 2] 

U^<D^^'^<D^^\i. S. ]ard fVasopressin and oxytocin receptors: a 
n overview, in Progress in EndocrinologyjH. Imura ^J:j7K. Shizurne 
, Experta Medica. ta;;^t;w^^A. 1988, 1183-1188^ t,(/{cJlJlT<^S:jK: J- 
Lab. Clin. Med., 1989, U4,(6), 617-632^3 J; tfPhanracol . Rev., 1991, 43(1 

). 73-108ii|BJ^$tlTv»2>o 
[0 0 0 3] 

^iihlt^ y hX-i^TJ-yit^ii. ^fihii. A V P<75^^'5:^^ : Ji/h 

; ^^IRM ; JfiilfiKM- ; 7 ;w k;^ T n , n jwf - C R F (SiJ 
®3|n|iS)(*;i'*>StaiH^) is J:a'iiJWS.S*'Jait*^i'^^ (ACTH) (O^miB 

PIS"?"?)© 

[0 0 0 4] 

V^b^^#^i^ b b^^tr? r^, (om 

T^#T-t±Dsitc[5]^$*L (S. 3ard P,., Mol. Pharmacol., 1986, 30. 171-17 

7; Y. Arsenijevic t,., 1. Endocrinol., 1994. 141. 383-391; D. Sch»«artz 



(14) 1#S2 00 3-523 35 1 

t,., Endocrinology, 1S91, 129(2), 1107-1109; Y. De Keyser f,., FEBS Lett 
ers, 1994. 356, 215-220) , ^JiP, {i A V P HJ: 2>ilJWS.l5|flJ}2Jt*;l/^ ^(^liSt 
ai*ilffitL> ACTH<?5&mt-MLCRF<Da^«:^*S (CE. Cillies f,.. 
Nature, 1982, 299, 355) „ tSj5|5TglS-CJ±. Vi^^^mHtz. CRF<7)fetB* 
l^fM^St (Neuroendccrinology, 1994, 60. 503-508) , Zflh<7)^ t 

(0 0 0 51 

i^ibVib t h*3i2>'v>>;^T'^n~V'(l:L (Y- De Keys 
er, FEBS Letters, 1994, 356, 215-220; T. Sugimoto f,., 3. Biol. Chem. 19 
94, 269(43), 27088-27092; M. Saito t,., Biochern. Biophys. Res. Cottmun., 
1995, 212(3), 751-757; S.D. Lolait P,., Neurobiology, 1996, 92, 6783-678 
7; M.A. Ventura f,., Journal of Molecular Endocrinology, 1999, 22, 251-2 

60) (-^y -7 KBfi£;^^ pgr [:Ku^v--{f 

mTS#> id^v^^mim mm. ph. nm> 'L^iii> »5> st. ffJ^ 
, isHiK. Biififc. mm. mm. saiiR. ¥m^) ^(otjpK\^^<^i>^<^mm 

[0 0 0 61 

y<nm^l,^Mm-h:Lh\'^i.^. PlgI*l33-mSri!li5tSC:i: (B. Lee Am. 
]. Physiol. 269 (Endocrinol. Metab. 32): E1095-E1100, 1995) ttciitkV ? 
(OlfllM^ 4<?)SI5^£ i Sl-aiJWt^ * »t & * r =1 - T 5 > <^4ji 4r iilJil- a 
it (E. Grazzim t,.. Endocrinology, 1996, 137(a), 3906-3914) tm^'^ 
idtzo Lfzii'-^X. ^k^<Dmm.y-^^^X. kV?\t. AVP^ML, ^tLHJ: 
y)i3T:2-)VT\y [^5^]£<DWMXi>y) . jy^^ry'yyi I ^^<i^JSin:# 



as) 45^200 3-5 233 5 1 

^^hfi'C\^^&o Wm&M\^itifc. ieiM^jP^n^ Ki3j:0'mj#l3;u^3'f 

iitt,<0$##*t/hLT, AVP (#I^L^ f fcHlgBfltjU-g-^^lt?.) 
li, ry^^T^^yy I i<r>m^i'\Bi&ti^tii:^ti>T }\^h'7.T\:iy<DM^ 

S-^lifeii" (C- Cuillon f,., Etxiocrinology, 1995, 136(3) . 1285-1295) „ 

O- 

10 0 0 7] 

^si li Vi . LT C R F * J: Cl^/ 1 ;t »i A C T H tt^ifettJ^W 
tg-e*&ii:;!i^^$tt;t (C Mazzocchi p,.. Peptides, 1997. 1S(2), 191-195 
; E. Crazzini li,., 3. Gin. Endocrinol. Metab., 1999 , 84(6), 2195-2203) 

O 

[0 0 0 8] 

Vx.^^mitfz. $>4.Tl«cB^, $.2.^t^«5« (SCLC [/hfflfl&Mli 

) . ^zm^Kii^ y 'yy ^rmmMittf. pmft, nm* y^¥4^m^a 

m<DX^^j:ACT:R^mmm<r>mmt^}ihfir^^i O- Bertherat t,.. Eur. 
3. Endocrinol., 1996, 135, 173; G.A. Wittert f,., Lancet, 1990, 3^, 99 
1-994; G. Dickstein f,., 3. Clin. Endocrinol. Metab., 1996, 81(8), 2934- 

2941) „ w.^^^m^mbxii. ^iiibiu-^mmmm (sclo <7)j:i9!tfs^ 

j^^X'i)Z> (P-J- Won Biocheni. Biophys. Res. Conmun. , 1989, 164(1), 

66-73) „ tfc;i«oT. ^^m<^it-^m. ^m<o^^ 

K^\^^X^k. (iJcl*t47'^U ; S PECT [m-3fc^Stlt?g3>'l^^-:5'^ 
[0 0 0 9] 

i<^$##*^LTAVP7!)Wt-Cv^iitSr^lg&L"CV>* (T. Sugimot 
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C16) 1#a2 0 0 3-52 3 35 1 

o t>., [Neurohypophysis: Recent Progress of Vasopressin and Oxytocin Re 
searchj 41 fMolecular cloning and functional expression of Wlh receptors 

genej ; T. Saito, K. Kurokawa ij J: S. Yoshida , Elvesier Science, 

1995, 409-413) „ 
[0 0 10] 

1, 3-vt: Kn-2H--^'> K- Jl/- 2 -:t Vfl^i'«:^iTJ^^:^>-/^*V7' 

fi=tHi^lwiaa$:n-CV»2> :S^^aimtLX\i. WO 93/15051> EP-A 
-0636608^ EP-A-0636609, WO 95/18105> WO 9 
7/ 1 5 5 5 5i3J:tmO 9 8/2 5 9 0 1 * i i: t * o 

[0 0 11] 

t&iBKicijv^T ; uii ; y I I mmm : u >^*ittt : > -e u 

[0 0 12] 

[<k6] 



1^^2 00 3-5 2 3 35 1 




[0 0 13] 

[^^. 

- Riti^Nny ; (Ci~Q) TiW^ji/; (Ci 7-;i/d^-> ; h 'J 

- Rili/NO'jr'yJiT- ; Kn^v ; (Cx -Q) 7;w^JW ; (Ci-Q) 

- R4i±7Kti^,^: ^^D'5r'>Jgi^: (Ci~<;) t;v^;w; (d-Q) 7;v=f 

- t7t»iR4{±7x-;K^3i£lwife»), 55^oR,i3<tl/R4 {i-Jtlw^SroT^ ^ 

[0 0 14] . 

- Rjiixf-;i/75/&; vp«f-;i'75yE: 7-fe*f-v>- i--^"^wS; (Ci 

- r.HtK^I^.^: (Ci-C.) 7Ji'^;w;a- (chO --CO-R. ; 



(18) ^^200 3-5 2335 1 

CO- (CHO n-NRxo Rii*i;i^L ; 

- RrJi (Ci~C,) 7;i':3^V§r#.i*L ; 

- R.fi (Ci~C,) 7;i'=i^v'$r#.iJ^t ; 

- R»(ii:KD^->; (Ci-Q) 7;i^3#->' ; &-NRiiRx>*^'^t ; 

- Rioi3J:OfRiifi#>*a3iLT (Ci-C.) 7;w^;u«r1^i*t ; 

^JV;J^'J >- 4 Ji^'b L< fi-f ^^-^^Vj^'J y- 4 -y( Ji'fi-^^M^^ii 
[0 0 15] 

- RxjfiTlc^t^ti (C1--C4) 7;v+;i/*mi*t; 

- RuSi (Ci-C,) 7;i'+^W ; - C (CH3) zCHiOH^: - C (CHj) 
(CH2OH) -C (CH2OH) >»5:ti5^L ; 

- t/ctiRwi3J:U'Rufi^ -eitf»i^'^-& tTv^S^tl^^-t-^^J-^ T-tff- 

*;l'*<; >-4 L< l±f-:t*Jl"J^'J V-4 --f ;V':a>^)«*?$*L 

- n{i 1 *;tti2-e*)2.] 

[0 0 16] 

7 ;w * 1 7t Ji 7 3 + * ifti^T s o 

ifnti>^nW.J-it (S) @Bm-e*i9^ t^^ORe^r^-r^Mtm^^fi (R) 

seatTtfi (s) @£a(7)v>-ftL55^T-^So ^ (i) o'fii'g-^<^?fe^MtwM^'a:M 

[0 0 171 



C19) ^2 003-5 23 35 1 

fzimm-ri><oK^m^j:iSL<om<D^i)^^m<D--^im^-t^o ^ (i) <oit^ 

[0 0 18] 

- Rl35V^^y>li^ ; (Ci-Q) 7;w^>i'; N U 7 ^u^i- a > ^ ; h U 7 

- RjT&STfctJI^ : (Ci-c.) tji'+^I'; (C.-Q) 7;v3 

- t/ctiRzT&Mv K-;i^-2-*>]^<75 6lS:t^*)'9, jJ^oRiiJ J:0«R2 75^'- 
^«^IJio-c:l'(il5 b 'J ^f-l/VS^r^'St ; 

- R4:i*2lc^ii^: (Ci-«^) 7;u^;u; (Ci-c,) r^wri 

- f ;tfiR4 7!)«7i^JK7)3^Et-2b'3, tS^oR , J3 J: CfR ^Iw^S: o Tp< 

- RsTiSif-jwT^y*; ->v^;i^7^/S: 7-iff-v>- i-^Ji'^: (Ci 

7;i'3^->^r^i^L ; 

- R.5b*7K*Ji^; (Ci-C,) 7;i/+;i/*^.i*u : 

- R7:d« (Ci~C,) 7Ji'='^'>§:^i*L : 

- R.:*« (Ci~^) 7;l/:3^v'*:#e^-t*'2) ; 

[0 0 19] 

«l^lwJ:tu^. ^ (I) (r>\t^m Rxt!)^'^^!^,^^ 



(20) iBa200 3-5 23 35 1 

[0 0 2 01 

J^f-JV-^^ t e r t -7'h^->*>'V^'-JV>'?-;i'^^ ^ )V7t'^'y ;^ [ [ 

2-tKn^->-l- (l: Kn^i/pt f-;!') - l f-^vxf-jv] 7^>'] 

ti] ifiUt Lv^o 
[0 0 2 1 ] 

*^B^m:tLtf. 5t (I) O^b-^!^ [^ + > R7;i)^7i-;Wco2 S;tf±3^LiC 

O 

[0 0 2 2] 

[Ik 7] 
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(21) 



^$112003-52335 1 




(la) 



[5^+^ Ri^ R2. R,. R«, R5s R«, R7^XX/R*ii^ (I) <r>it^mK^ 
, >f > K-;i'-2-;i-><0 3tA<^)^^J^,i^li (R) SSfiS/tfi (S) ESoi^^T 

10 0 2 3] 

^5: (I a) (^'(k'&^wfcilttmtt#'l±$^t^J:>)»* Lv^» 
Lv^<7)(i, :fciSt4m4#o^ (la) 

- R4li7lc^J^i=-«:^i*1-*:&\ S ;t (i7 3 <> L < {i4 >5 s 

- f/s:{±R4{i7x^JK0 3^2:i^<b'9. Rst-Mlc^oT. >f-^>v:t^-> 

(0 0 2 4] 



(22) ^S2 00 3-5 23 35 1 

- Reii^^Jii^: ^f^ji'S; if-Ji^^; t e r t 

pt^jv^; [ [2 - k Ko^v- l - (t: Kn^->pt 

) - 1 -pf-^juxf-ju] 75 3!7;i/^-;vp«f'Jv^ : (i -i^'^^-:^-;!^) :^ 
; (4 -^^wj^U^-'i^) ^^w^K-jw^f-Jv^ : 3- (4-*;v 

- Relief h^'>*«rmi»1- -5)] 

[0 0 2 51 

- (2 S. 4R) -1- [S-^'Dn-l- [ (2, 4 - v> h 

) - 3 - (2 h^->7xx;i/) - 2 V- 2 . 3 -vli K 

o- 1 H--f > K-;u- 3 — Oi'] -4-V: Kn^i/-N, N- v f-;P- 2 - 
e n 'J V > * ;i/ -y- 5 K X fcJItt^ttfr ; 

- (2S, 4R) -1- [S-^'nn-l - [(2. 4-Vpt >*->7x::^;V 
) ;;^;^7J^r.;^] - 3- (2-pf ^ ^->7x;:^Jl') -2-:i-^V-2, S-v^t K 
n- 1 H--f > K--'!'- 3 -4-^h4r->-N, N- v^;< f-^V'- 2 - t: 

- (2S. 4R) -1- [5-^'nn-3- (2 on 7x-JW) -1- [ 
(2, 4-v^^ h^V7x::^;W) -2-:i-^V-2. 3-vtlKn 

D >; V* V * jw^K^-i^- 5 h% iciStS^14# ; 

- (2S. 4R) -1- [S-rJ'na-S- (2-^on7x^;v) -1- [ 

(2 , 4 -->'p« h^v'7i-Jl') - 6 - P< h^v'- 2 -:t*V- 2 

^ S-v'liKn-iH — r > K-;W- 3 --i' JU] -4-p<h^v'-N. N-v> 

- (2S, 4R) -1- [ (3. 4 -V^ h =^->7x-;P 



(23) ^^2003-5 23 35 1 

) 7. ^ Jl'] - 3 - ( 2 - ^ h ^ -> 7 i - 2 - :t 4^ V - 2 , 3 - v b K 

n- 1 H-'f V K-;i'-3--f Jl'] -4-kKo^->-N, N-y^f-;u-2- 

[0 0 2 61 

- (2S. 4R) -1- [5-^OD-3- (2 -> h*->7 -1- 
[(3, 4 h#->7 Ji-Jl/) -2-:i-^V-2. 3-vtK 

n- 1 H--Y > K-JV- 3 Jl/] - 4 - l: Ka + v- 2 - k'D »J ^ 

- (2 S, 4 R) - 1 - [5 - 1 - [ (2, 4 -i^^ h4r->7i-;W 
) ;^;V^i;p] - 3- (2 -> b ^v'7x~;i') -2-;i-^V-2, 3--;?bK 
n- 1 H-W V K-;V'-3 --f JV] - 4 -H Fn:^'>-N, N- •i^pt f-JW- 2 - 
e o 1; >7 > * jjf 5 K> : 

- (2S, 4R) -1- [5-i^nn-i - [ (2, 4-v^h+->7i-;v 
) j;z.;i/7^ - -3 - ( 2 - h ^v' 7 x -2-:^-^y-2. 3 -vH K 

n-iH — f > K-;i/-3-'<^w] -2- (T-^f-v';' - 1 --f ;P5&;w>je::^jv) 

- (2S, 4R)-l-[5-h'J yjVyi-nyt h^f-z/- 1 - [ (2, 4-i^^ 
h4ri/7x^;i/) -3- (2 h*i/7x-;w) -2-^4rV-- 
2, S-i'k Kn- 1 H-'f > F-JV-3-'fJ«'] -4-t KD4rv'-N, N- 
V > f - ;v - 2 - t' n V V y * ;u ^j- 5 K > ^Eilt^^tt-ft: ; 

- (2S, 4R) -1- [S-^-nn-i - [ (2, 4--:/ptb#->7x-;V 
) - 3 - (2 f-^-;/7x-;w) - 6 -pJf-;i/- 2 -:t#V- 2 
, 3 -v^l; Kn- 1 H-'f V K-;u- S-'f JP] - 4 - 1 Kn:^ iz-N, N-v^ 
>(^;V-2-en'Ji;>*;p>K*-9-^ h\ :fciil'tt^14<4: ; 

[0 0 2 7] 

- (2S. 4R) -1- [3- {2-i^nvy:xi=.)l^) -i- [ (2. 4 --y 
p< h +>'7i-;i/) -5, 6 - f-;^- 2 v - 2 , 3-v^ 
t: Kn- 1 H--^" > K-JU- 3 --f JW] - 4 - 1: Ka^->- N, N--Vp{f-;v- 



(24) ^^2 003-5 2 3 35 1 

- (2 S, 4 R) - 1 - [5 - ^^ no - 1 - [ (2 , 4 - vp( h 7 

) -3- (2. 3 -v> h^'>7x-;U) -2-:t^V-2. 3- 

vb Ka- 1 H-'f > K-Jl'- 3 -W JV] - 4 h*'>-N. N-vV^^W- 

2 - e a V > * ^ K, :feisi4mts# : 

- (2 S, 4 R) - 1 - I - [ (2. 4 -i^^ h4r->7:c^;i/ 
) - 3- ( 2 h ^ -> 7 x -JU) - 6 - f V 7 a > 2 
-^^V - 2, 3 - v^li KO - 1 H-'f > K-^l'- 3 - ^ Jl^] - 4 

N. N - V > ^ 2 - fcf a <J V > * 5 h\ ; 

- (2S. 4R) -1- 1- [ (2, 4-'y;* h^i/yj^:=-)V 
) -3 - (2 h^->7i-;i/) -S-pff^^W- 2 -*^V- 2 
. 3 -vt Kn- 1 H-'f > K-JV- 3-^" ^l'] -4-p{h^->-N. N-vV 

^;v-2-fe:n>;i;:/5!;;i/:iK^-9-^ K> 

- (2S. 4R) -1- [5-i5'ua-l - [ (2,.4-v^^b^->7x:::;V 
) ;^ jW;}-xx;v3 - 3 - (2 b^v'7i-;w) - 2 -:«-^y- 2 , 3 -vli K 
D- 1 H-'f > K-;W-3 -'f -4-j:-h^^/-N. N - v^P« ^^U- 2 - fc? 

[0 0 2 8] 

- (2 S, 4 R) - 1 - [5 - ^'nn - 1 - [ (2, 4 - vp< h ^'>7x^;w 
) - 3 - (2 . 3 - i^^ h ^ -> 7 - 2 + V - 2 , 3- 

Kn- 1 H--r > K-;!/- 3 --f Jl^] -4-bKo^>'-N, N->^>f-;w 

- 2 - H* u <J > * 5 K, &MttMtt# ; 

- (2S, 4R) -1- [5, 6->^^'nn-3- (2 -^'nn7x-;i^) - 
1- [(2, 4 -v^p« b^->7x-;V) 7.Jl'^^-;W] -2-:i-4ry-2, 3-i^ 
k Kn- 1 H-'f > K-^l'- 3 -^^V'] -4-bKa + >'-N, N-vV-^^^V-- 
2 - e n U V > * ;v ^^HJ- 5 K. ; 

- (2S, 4R) -1- [S-i^'on-i - [ (2. 4--y^h^->7x-;i/ 
) - 3- (2 s.=.}U) - 2-t^y-2, 3-vV:K 
n- 1 H-^ > K-;i/- 3 ^W] - 4 2 -H*a 'J 



(25) 1*^2003-52335 1 

- (2S, 4R) -1- [S-iJ'nn-i - [ (2, 4-v'^h^->7x^;i' 
) -3- (2-p< h^->7i-Jl') -e-ji^}U-2-^^V-2 
, 3-'J\^ Ka- 1 H--f > K-;W-3--f ^V] -4-> b 2 - n U i; 

- (2 S. 4R) -1- [5-^O0-l- [ (2. 4-v^ h^->7i-;i' 
) ;^;i'*-jv] - 3- (2 -X h^i/7x-;P) -2-;i-^V-2, 3-i^t:K 
n- 1 H--f > K-;w- 3 --f JV] - 4 Kn + ->-N, N-vVf-;w-2- 

e n V > * 5 >% ifciS'ttM-a* : 

[0 0 2 91 

- (2S. 4R) -1- [5-^an-i - [ (2. 4->^^V^->7x^;i' 
) - 3- (2, 3 -v7Jl':t n7 ji-;V') -2-:t + V-2, 3- 

KD- 1 H--<> K-;w- 3 — r;i'] -4 Kn^->-N, U-'Jji'f-JV 

- 2 - e u i; v' > * 5 K> ; 

- (2 S, 4 R) - 1- I - [ (2. 4-v> b^->7x^;P 
) 7.;V^:^;l'] - 3- (2, 4 - v> h*->7i-^l') -2-:t^V-2, 3- 
'J\^yv-lE-^yy~)\^-3-^)l'] -4-t: Kn^->-N, N-yp''^;V' 

- 2 - n i; V* V 3!7 5 h\ tEM^mii^ \ 

- (2 S, 4R) - 1- [5-:^ an- 1- [ (2. 4 - h ^->7i-;V' 
) - 3- (i, 3 -'^v Vv*^v-;v- 4 --f ;v) -2-t^v 

-2, 3 - vl^ Kn- 1 H-'l' > K^iW- 3 JV] -4-tKD + v'-N, N 

- (2S, 4R) -1- [5, e-y^'nn-l - [ (2, 4-"y>h4r->7 
jl:::;!/) -3- ( 2 h^->7i-;l') -2-:i-^y-2. 3- 
vl: Kn- 1 H-'f V K-;V'-3-'f -4-tKo^i/-N. N--:^>^;v 

- 2 - e 0 u V > 3& ;i/>K* -ij- ^ :feigi4Mt4# : 

- 2 - [ [ (3R, 5S) -1- - [ (2. 4-v^h^i/ 
7i:=.;W) 7.;V*:=.;l/] -3- (2 h+>'7x:=.Jl/) -2-:t + V-2, 3 
-v^t KD- 1 H--^" > K-JU- 3 -'f - 5- [ (v?>f-;i/75 * 
-JW] - 3 -f n ft® t e r t -T'f-JW, :£filte^tt# ; 
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[0 0 3 0] 

- 2 - [ [ (3R, 5S) -1- [5-:^Dn-l - [ (2. 4-v^h^-> 
7x-;l/) 7>}V^-=.}1^] -3- (2-j< h^i/y^i-)]/) -2-:^^V-2, 3 
-vt Ko- 1 H-W V K-;i'- 3 — fJW] -5- [ (->*;!< -J^^VT ? >') ^^I^jK 

- (2 S, 4 R) - 1 - [5 - ^J'OD - 1 - [ (2, 4-'yp< b*->7xr.;i. 
) 7.)V^^-)V] - 3 - (2 h+->7x-Jl/) - 2 -:t^y- 2 , 3 -v^li K 

0 - 1 H-'f > F-;w- 3 --f JW] - 4 - [2 - [ [2 - t: Kn^->- 1 - (li 
KP^>';>«f'Jl') - 1 -^f-;l'Xf-;i/] 75 - 2 -4"^ V h -N. 

- (2S, 4R) -1- [S-^'nn-l - [ (2. 4-v>h^v'7x-;u 
) -3- {2 - :^ V ^'yy -2-:t^V-2. 3 -vt K 
n- 1 H-'f > K~;w- 3 --f JU] -N, N-v^^JW-4- [2-*^V-2 

- (2S, 4R)-i-[[(2. 4-vy h + ->7i-;v) - 
3- (2 ^^->7i-;^) -2-:t^V-2, 3 -i't: Kn - 1 H -'f V K 
-;i/-3--f;w] -N. N-v>^;v-4- [2-:t^V-2- (4-*;W*'J 

- 3 - (4 -f^az-^ym (3R, 5S) -1- [S-i^^nu- 

1 - [ (2, 4 h^->7xr:;i') - 3- (2 -p< h+v'7x 

-2-:t^V-.2, 3-v^ll Kn- 1 H--f> K-^W-S-'f^V] - 5- 

[ f-;v7 ? ^ ) u iv**-;!/] - 3 - e n i; v::^ji/, ; 

[0 0 3 1 ] 

^: 



(27) 



#^2 00 3-5 23 35 1 




(II) 



[^4^, Ri. Rz. Rj^ R.^ Ri^ll^R^ii^ (I) O'fb'^l&lcov^XSg^ L 
[it9] 



n y > ^klb t RJS ? * i t: 1 1 * 
[0 0 3 2] 

7 0"C35>(b + 6 O'Cf^HOfi^-e^ti^tt^.o ElSfi, ( I I I ) [J^4>^ Ha. 
1 = C 1 ] <7)it^!^^m\^^XfTi:>iX^<Di)mi Lu^o 
[0 0 3 3] 




m 



(28) «ia2 00 3-5 23 35 1 

^ (I) (Oit^iSa R6(i^- (CH«) 0-CO-R. (ii-e. R,{i 
(CHj) n-C0-R9 (ii-e, Rsiit e r t -ri- Ji^:^ ^\/i@Mti>) ^ 

J07lc^9^t S c: K J: I) Sit $ It* 0;5s«F i L v>o 
[0 0 3 4] 

^ (I) O-fk-^^ R.fi^- (CHi) n-CO-R» (iiT-R,}i^ 

-NRi2 Ru'^rtiJ^-r*) ^^M-th] \t. ^ (I) 0<b-^tl [it+s R»»il^ 

S o 

[0 0 3 5] 

Ii2 -7'o/'?/-;k^J: 9 ^:7;W3-;K t;tfi7-fe h v^:? o Dpt ^ v 

[0 0 3 6] 

tjfeoT, nm. mm.. %itii^%w&.. mw&s h'j7;v;j-nsiaig. mm 



(29) 



0 0 3-523 3 5 1 



;t {±^||(7)m* , musMiti- h')'yM,tfciih') ^i-}i^T^yttc fi 

[0 0 3 7] 

^(11) w-fk-^i^ji. ^ : 



mi 1] 



[<k 1 0 ] 




(IV) 




(30) «fS20 0 3-5 2 3 35 1 

b ijxf-;i/7 5 >(DJ: ■9'5:i£^#|ETlc> vi' n n> ^ > t < fix h 7 1 Ka 
7 7 V t {i c: it ^> <Z)v§ig<7)ig'g'!|&co J: n '5:^fStt?ii£tf , ^fi^^ ?tiSE(^5l»iL 

(0 0 3 8] 

(I I I) <75'(b'&!^(i^$a-r^^^\ ^7t(i^^P(7>:&-ft, 0iJx.lfEP-B- 

0 4 6 9 9 8 4-f-*5j:?/WO 9 5/1 8 1 0 5 tc|EJ£Si iifc t<75^;^^fe^/»SJ)t$ 
So ^ (I I I) t^-fk-g-i^H, J«Mtv1-S'<>-g>;^;v*:^®^ /cli-eo 
4I^ ;t i: x.^f■^ h 'J A !{> L < ti* 'J A(^Jtg$-/ND'5^>'fkLTgit-rse: 1 35« 

HJa-fk 'J > , =.^it U > 1 7t {iStl-fk 'J > (^#tT^ ^iPF^Tt? t tz fi/N n y 

1 0^35^^ 2 0 0*Cc7)M<^iS.E-e^f^3tLio 

[0 0 3 9] 

2. A-'J:^ h^->^>'-e>';^;i'*-;i'^0^'f KJi, 3. An. (3iem. Soc., 1 
952 , 74 , 2008n^j&v»ggit$it2,o 3, ^-V:^ y^'y^y^y7.)V7ii=.}Vi7U 

Klirijmfj»Anrt6-C*S)5\ ttzXf^- Med. Chem., 1977, 20(10), 123S- 
1239K^JfeV,§git3iJt;j,, 

5t (I V) O-fb-^^liilj^-C^.l^^ ^^<7):^fe, M^»fW0 9 5/1 8 1 0 5 
[0 0 4 0] 

[-fk 1 2 1 
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(31) 



1#a2 00 3-5233 5 1 




(Dit^iSsi:. ^'}'J><oXo^j:^^^^Tk:^> v n n ^ XT) J: .5 ^r^fS^^^g 
^^t'^ 0'C55^^SS<oiajt-C<?-;J--;i/^'n7-< K<^#fflm: i9> ^ (IV) <Dit 
H a 1 = C 1 ] Km^t^o 
[ 0 0 4 1 ] 

it (I V) <^'fb^!^?:S&it^SSy<o^aj{ii!&x.tf. ^: 
litis] 



[M. Rix Rr. R3*J:t>'R,fi^ (I) <r>ih^^Vi^\^^X^mLfzt^^T 
<^'fl:'^^*> Farm. Zh.CKiev), 1976, 5, 30-33iztim<7):^^K!^\,^, ^ 
^c7)J: 9 )S^^^^y>'^b^PJS'ffl^/'-&^^:^li: 19^ ^ (IV) (O^t^mi^^^-t^o 
^ (V I) 0-fk^!^J±^J^-C$>&;6\ ^9a(Dl5m. 0!lx.JfWO 9 5/1810 

[0 0 4 2] 




(32) 

^iHi. ^ (V I) (Dit-kf^ii. ^ : 
[<k 1 4 1 



^82 0 0 3-5 2 3 35 1 




(vin) 



[ill 5] 



[0 0 4 31 
[-fb 1 6 1 




•MgHal (IX) 




(33) 1$S20 03-52335 1 

I) <?5'ft#tltR)S?-^T. ^ (VI) [^^. R3li^ (I) <Dl]:^^ii^\,y 
[0 0 4 4] 

1 H-'f V 2, 3-v:j->lf^# (VIII) l±Tli|g-CA¥WigT-$) 

J 7t liTetrahedron Letters, 1998 , 39, 7679-7682; Tetrahedron Letter 
s, 1994 , 35 , 7303-7306 ; 3. Org. Chem., 1977 , 42(8), 1344-1348; 3. Org. C 
hem., 1952, 17, 14^156; D. An. Chem. Soc., 1946 , 68 , 2697-2703; Organic 
Syntheses, 1925, V, 71-74^ fAdvances in Heterocyclic Chemistryj ^ 
A.R. Katritzky Jsj:?/ A.D. Boulton, Academic Press, New York, 1975, 18, 
2-58. Kmm<7)l5mi^'^^^^m$fl^o 
[0 0 4 5] 

(IX) fi, ^m^m<r>Mm^izj: <^hfifzm'B<D 

^ (XVI I) (Oil^^ii. ^fSiT^m-^ttzii. ■&$n<7?^ffiHtJ&v^Mjt$ti 

^ (VI) (7)it^Slsiitfz. :^mti'hV^A<DX^^J:i&^^^TK. limit 
v>{f-;K75#^T> (VI I) 'T^it^s^'D^^m^WiKX-oXii^Tk^ii^bo 

^ (VI) <Dit^^ [^'P. R,= (Ci~CO 7)Va^i/isXV^R* = 
Ht?tJiRj = R«= (Cx-Cj) 7;i'3^v', R*{t7j^-)V<r>3tfzii6m:. 
R^^i/^^r^'M^J':^^1'-C*^), Rili^ (I) <^it^mK^\'^X'^mbtc 

o 

[0 0 4 6] 
[ib 1 7 1 



(34) 



#^200 3-523 35 1 



^^-A 1 




1) n-BuLi 

2) C0,Et 

I * 
CO,Et 



al 



R4 



CO-COjEt 

(Ci-C2)T/W3drV, E^4=H; 




1)2 ;ert-BuLi 

NH-Boc - (VI, 

bl 



(XII) 



[0 0 4 7] 

7.^-1. l<r>Xm& ltC.fev^T. ^ (X) (D^t^miiy N. N. N' , N" - 
X h ^ ^ f- 1^ > -:^7 ^ J: -9 'fctg* <7)^ffiT* (i;S:£Tti n - ;u U ^ 

[0 0 4 8] 

X^b 1 Kfev^T, ^ (XI I) O-ft-^^Sr, ter t - -/^^WV f--:/ AO J: 

fifc'pm^^^<D^ik. ^ (XI) (Dit^^tEm^^. ^ (VI) (o^^@.?tL7t 



(35) 00 3-5 23 35 1 

[0 0 4 91 

^ (XI I) (^it^mu a^<^:&fejct£v^ mti>7:=.')ymmi^i'J- 

t e r t -zri-)\^'Ji}-^^'- h irRjSS-frTSitSitio 
^ (VI I) <r>it^iSini^^t^^^T!>\ ^^<r>:^m. i?flx.ffwo 9 5/i 8 i 

0 5 tfca^' Org. Chem., 1968 . 33, 1640-1643n|Ei£(^:^j£jce£v^SJit ? 

o 

^ (V) (Oit^SSa L^*. Rs(i (Ci-Cj) 7;^3^->^r«l*L^ R6 = H] 

^ (V) o-fk-^® K'*'. RjJi (Ci-Cj) 7;i/3^->«r^i^t, R6= (C 

#liW«S?tL?t (2 S. 4 R) L< (2 S, 4 S) - 4 -11 Ko^-> 
lfn»;v>'-2-*;V**>^;5^^>ai^t"C]- Med. Chem., 1988 , 31, 875-885{c 

[0 0 5 0] 

^ (V) O^k-^igj [^4'^ R5lixf-;i/7 5y <>L< Hv^^^;i'7 5 y^^Tt 
fi7-t*f-v>- 1 -WJV&*^I5^L. R. = Hi^c{i (Ci-C*) 7)1^^)^] li 

;tlit e r t - r h j!? JW-i^'-JW^r^B^-fS] l^tifev^Sit? tL^>o 
[0 0 5 1] 
['ft 1 8 ] 
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(36) 



!|$a2 00 3-5 23 3 5 1 



HQ 



A 2 



(S) 

^COOH 

) H 



HO. 



a2 



"N"^ COOH 
I 

Pr 
(XlII) 



'^e * v _ HO HO 

Pr I, H 

tXVl):R,-(C,-<:^r;V*Jl' (V):R«-H 

li I 42 



(R)«fe»4(S)7—yj^, 



N COR, 
Pr 

{XV|:Rg=(C,-C.>rA*Jl' 
e2 



N COR, 
H 

(V):R,-(C,-Cjr;k*;u 



[0 0 5 2] 

7.^- A 2 0lfia 2tcfev^T. 4 (R) -t;tli4 (S) -tKn^-^- ( 

s) --fxj V y<omMm'^iM'^<Diymi^'iit^>umL'c^ (xi i d (D-fk-^tf 

® (XI I I) ^X^b 2H^v>r^7'» K;^ 'y^g)aaeo:^fe(::$fev^ 
j:.f-;l'75>. v^;UT5 >i;tJi7-tf^v>tSJ&?-frT. -fk-^!^ (XIV) 



(37) 1$«2 003-523351 

Xlid 2tifev^T, it^^ (XIV) ^r^lTKt-fkife^/tliKiCOjt^wJiC 
s 2 C 0 , o i ^ * 7 ;w * 'J f (1 7 ;w * 'J ±I^^JS^K*£<^ J: ^ * 

l#^Ttc^ r b9t Kn79:^^fcf±N. N- vp< 7 5 J: -5 * 

oyv-ffci^tRlS^-arT. 'fb'^tl (XV) 5:#;6ii:7!iJT?^&o 
[0 0 5 3] 

"(t^m (XIV) <7) (Ci~c4) 7)i'^)v/^uyyimt(05Lm^. mm^^ 

^'>$^c(i^>-lf><o<t 0 '5r^flltt^ii+x fro it 'b'Cg^o 
[0 0 5 4] 

X^Ie 2 tcj3tt&-fb-^!^ (XV) ON-'Rl*<7?]iji<^i|lwJ: 19, ^ (V) 
4", R«= (Cx~C4) 7;i/*;w] <^'fl:'^!^;i)5#e>tL-&o 

ftfetjtc, Xlif 2tcj3V^X> 'fk'&l!! (XIII) (^fc KP^->^X^d 2(D 
*#T-e (Ci-C«) 7JV/4r;w^>ny>>fl:|ijtEjS$*&ii:JwJ: i3 7;v*Mk 
'eoJ:^JctT^|/cK (XVI) S:X^g_2_ti*JV^TJ^^;v7§ >> i^p^^w 

-(k-^^ (XV) *#*o 

(2 S. 4 R) -i3j:r>' (2 S. 4 S) -4-t: Ko + i/fo'J v>-2-* 

^ (V) (Dit^m R.fixf-;W7 5y«. v^^f^Jl'7 5 7-lff- 

i^V- 1 jtii (Ci-CO 7;i'3^->*mi*t. Re = - (CH2) « 
-CO-R. (iiTntil f ^fi2-C$)l9, R.li (Ci~C«) 7;V3:^r->^^ 

1*1-^) ] {iJiilT<7);^^-A 3 [^"^^ Pr(iN-iSMS^ #c^>->';i':t 
:^;;i/5Kz:.;V/^/c<i t er t - ^ h ^^/* JW>K-Jl/«r^?i^1-*] icta&v^SSit? *t2, 

O 

[0 0 5 5] 



[ill 9] 



1$S2003-52335 1 



;*df— A 3 




R,CO(CH,)„0- R,CO(CH,)„o. 



Pr 



Pr 
(XIX) 



(XVIU) 



[0 0 5 6] 

7.4r-A 3<^X^a 3tcj3V^T. ±IE<^ J: H LTSJit? JL^c^ (XVI I I 
) (D^t^m^^Hi 1 - (CHr) n-C0R9 [^fp. Ha I ^i/^^r>'Jg^, 
jiff t< fi*£tf 7t^i^^Sr^l^L^ nJi 1 *^cli2-C*i9. R,(i (d-C* 

i:.|EiE$it7l:*#T-etT^^*i> ^b-^^ (X I X) «r#?.o 
X^b 3iz^\,^X. it-^^ (XIX) <7)N-<!lil^<^lli1*MlcJ: l9^ »!^L/c 
(V) «-#2>o 
[0 0 5 7] 

5«: (V) (Oit^llls [^"f. Rsfi^ (I) <Dit^m^^^>X^mLfzii^*)-C 
R6 = - (CH2) n-CO-R» (Cli-e, nfi 1 * fw{l2-C^»5, R»(i 
11 Kn^->S-ti*1-i) ] ii^ (X I X) (Dit^m Rsli t e r t - y 

) «r#*o 

[0 0 5 8] 

^ (V) <D^t^^ [^4=. R5li^ (I) <7)'fk'&i^Hov»T^^L^j ti3*)-e 
^b'9^ R. = - (CHi) »-CO-R> (CC-C^ tl^i I itzit2'0$>^ . R»^i 



(39) 00 3-5 23 35 1 

[0 0 5 9] 

^ (V) <Dit^<l^ [^^. RsJiif-Jwr^yS. -:;>f-;^T5ym^ r-iff^ 
1 ^cli (Ci-Cj) 7)V::i^i/i:MML. Re = -CO- (C 
Hz) „-NRioRii (cic:-Cn(i 1 ^fc(i2■c^^)^ Rio^ i t^'Rn li^ (I) 

-■KMS, #H^>v;W:t^'>*;i''K-Jl/^fcfi t e r t - y h 4r->5!7 JW^^JV 

10 0 6 0] 
['(k2 0] 

H0-_^ Hal-(CH,).COO*. R„R,„N-(CH,)„C(X)ih,^ 

(w*fttt(a^~^S) (R)*fctt(s)r-\^sj (R)«ttt(s)/~\(S) 

\^COR, 34 . \^cOR,-^ \^COR, 

i I I 

Pr Pr 

(XVUI) (XX) 



R„R,jN-(CHj)„COOv 

(R)»fcl4(8)/ \(S) 

^ . ^N-^COR, 
H 

(V) 

[0 0 6 1 ] 

4<7)X^IjJ_Hi3v>T, (XV I I I) co-fk-^ti^r^Ha 1 - CO 
- (CH«) n-Ha 1 ' [5^4'. Ha 1 ^XVKa 1 ' {i^^aS: LT/nu r > 



^82 00 3-5 2 3 35 1 



[0 0 6 2] 

I^b 4 ^cfev^T. ■^(DXoi^LX^t:^ (XX) <^'fl:^^<7)^HN Ric Rn 
<7)it^mt<DS.&\:.Xy). ^ (XXI) (O^t^H^^k^^o SJKli. b'Ji^;i/T 

Ijgc 4 tifev^T. ^t-^!^ (XXI) <^N-«^S<0M1*ll^<}: ♦3^ «B#3i*L 
tz^ (V) O-fk-^t^r^^o 

5* (V) <^it^^ [^^. R6=-C0- (CH«) «-NRiflRxx (i 

Vvjw*^>'*;w:^e-;bt7t{4 t e r t -:/h*i/*;i^^-;i'$rEi5^T-&] 

[0 0 6 3] 
[it 2 1] 



5 



HO^ 




Pr 



Pr 



Pr 



(XVIIT) 



(XXIU) 




H 



[0 0 6 4] 
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(41) ^^2003-5 23 35 1 

X^-A 5<?5l^I_a_5_tii3V^T, ^ (XV III) (Dit^^^T^^-M. 4(7)X 
fS_a4_tc±3^0*#T-e7^"; a^;i/^n7'f KtR/S?-^. 5^ (XXI I) <D 

X^b 5 tc^v^T, ^HNRioRxi(^'fk'&!^i:^'fl:-&%l (XXI I) OSJSJ- 
J:V)> ^ (XX III) (Dit^i^i^io RC5»i^<k^-^0#«Tx y^'no 
> ^' V <0 J: 9 '5r -^iSE4' , ^ia^^ ^ •}#i^<^)Sv5!£iaE-C^T o 

Xmc 5 tij3V>T-fb-^t? (XXI I I) (TJN-'l^M^Oljii^MtcJ: t9> 5^ (V 

[0 0 6 5] 

^ (I) (r>^^m\^m^J:i\:^mi:Ui^Ltz\>^^^. ^(11) (D^^m^m 
i(^^j:i\:^^i:^^m<D:^m^%^^ (III) <oit^mitKm^^i><r>tmiL\'> 

o 

^(11) <7)3fe^fi<]{i*Ii^!?:;5r'fl:-^!^{i> ^ (IV) (D9■t^^t^^^^^ (V) 

^ (I I) <7)^k•&•!Kl<^v7;^T^;^-Mtt#OiS-&^Sr^ ^ (I I I 
) <0'^b'&l^i:EI5$■^^ ^<^J:9 tLT#;t^ (I) o<b^%iOv7:^r 

[0 0 6 6] 

^ (I) (T^^b-^i^S/cti^ (I I) > (IV), (V) 'b t< Ji (V I) (^4^ 
M^^^b-t-^ *l&3i-r 2. XfS<7? t* titc is -C 4) X IHjII- 2> ^^t^X K^^t i> 

tf, [Protective Croups in Organic Oiemistryj , 3.F.W. McOmie, Plenum Pr 
essjc J: V) yjijg, 1973, fPi^o^^ctive Croups in Organic Synthesisj , T.W. Cr 
eene is J: iyfP.C.M. Wuts, Dohn Wiley & Sons{i j: V) tUfj^. l^lttzli fProtect 
ive groupsj , K<xienski P. 3., 1994, Ceorg TliiaTie Verlag HfgJEo =b OSrffl 



f|t«2 00 3-52 335 1 



[ 0 0 6 7] 



^(11) O'fb^^iifrm-c^t^. ;*^lligc7)-g|5SrB^-r;&o 
[0 0 6 8] 

Ut2 21 



- Ri{±Any>lI^; (Cx~C4) 7Ji'^;w; (Ci^CO r^wn^i/; > 

[0 0 6 9] 

- RzHtK^M? WNH^^^Jii^: (Ci-c*) T^w^;v; (Ci-c*) 7;w 

- Rl(i/^^rvJI?• ; VI KD^v : (Ci-Ci) T^u*;!' ; (Ci~Cj) 7 

- R4H7lc^Ji^; /^^y>'^^ ; (Ci~ Cj) TJi/^;v ; (Ci~Ci) t^p 




(43) ^^2 0 0 3-5 2 3 35 1 

[0 0 7 0] 

- R,iJxf-;PT5 ; >^><-?^;v75yl ; T-iff--:^>- 1 ->f : (Ci 

- RsiiTlct®^; (Ci~C«) t;v^ji^:^- (CH2) r-CO-R. 
CO- (CH2) n-NRio Rii^r^i^t ; 

- R.liliKa^v; (Ci-CO T-ii^n ^rv ; X-NRu RuSrSiJ^t : 

^ 'J y - 4 - ^ ;v f ?t fif-:t -t > - 4 - -f J^id^ p>S*? ? tia 
[0 0 7 1] 

- RiziiTi^ntfzli {Ci-C«) T^w+JWSrEi^L : 

- Rx»f± (Ci-C*) 7JV+;v; -C (CHO zCHzOH^; -C (CHs) 
(CH2OH) zM: -C (CHiOH) j^Sr^i^L: 

- tfz^iRxzisiil/Rly^i. ^fihi}m^l'X\,^i>^n'^^t-m\:i. 7^^ 

tfn'jv^v- 1 --f if/^iV 1 -^;k i:f^9>?>- l 

- nJi 1 S 7t:ii2-e*2.] 

10 0 7 2] 

^(11) <?)'fk-&!fe<^^f±. ^'fkTK^sm. ^/^^'Si^, vn-vK 

iS^ 7-7 i^xy®igf ^t{iSIS^^&<7)J:^'5:^ ^ (I I I) 

(I) <D^t^<&^ittz. ni}.±(D7iintfzii^M^,^*^^i^h<7^mm 



(44) #^2 00 3-5 23 35 1 

[0 0 7 31 

HJ: 4 <k-^!|l iw o T ^-fk^ *rtT o ;t o 

WttJi, S^^I*]-CY. De KeyseriJ,, Febs Letters. 1994 . 356 , 215-220icj: 

'fk$*LfcT;w^-v-Av7'V5/> ( ['H] -AVP) <om§3ftx.«rK®?tf*l 
"CW^-f 4 ^ta^hit^c hUf- -J; A-fk? itytrr V -/"?V T'l'-^ >'(^fe'&• 
O5'096S:la^■r**l&5^^-J:4'^k-^lll<^«l^ (I Cso) iUi&<. 10"*~1 
0''M<7)itiH-e*i9> J:»}^iBHwiii 0''-l 0"'M<D$IH"C*>So 
[0 0 7 4] 

m^iiy M. ThibonnieriJ, , J. Biol. Chem., 1994, 269, 3304-3310^; ijlfii^ 
$ti;t:3^i*S'fflv^TSS@ltrtT?SiJ5E$tLfeo i<^:&^fi, 9y h >(> L< lit: 

'(k$*L;tTJW^-V->'^V7'VJ/> ( ['H] -AVP) <^fi§lftx-*K!^rt 

T^f^-rscit^i^^'t^o ^ (I) <7)'fk'^^<^>+f^ V><•o:^^0'{)(^^i^ 1 0'* 
~ 1 0''M, # 1 0''~ 1 0''M<Dmm<D I CsolittV^? TJW^^V-^-^'VT' 

[0 0 7 5] 

tL;tCM. Bimbaunert,, Nature (Lond.), 1992 , 357, 333-335 t|2j&$*i;t:^j£ 
[0 0 7 6] 



(45) «fS2 003-523351 

[0 0 7 7 ] 

0^n::/h^l)aiili«5x mm. ^^^11 mWM. ^ > ^ 'J ^feiiL't*^ h 'J 'J -b 
'J KjflLjEs 7t ^-A14S^J)ilit^£'^l:i£^ ±X(D:^y\y7.-mm 

[0 0 7 81 

^JfiL. ihJfiL (haemostasis) ig^Ji, -XWimmm. izB^M.. :fclS#JS 

. ^iSM. stus^-^. )fs^«mefeJ:t>*iaw«<^<t 

dus) (r)i.o^£^^<r)m%''n$&M^^<r>i^^jiM7k<r>m%. ^W.<r>Wi^ iftSfx 

J: 9 '5ra>V <7)^N* V y k y y-^m^m%(Dmm t fz li^Kliffl v> 2. i i: 
[0 0 7 9] 

m.^i^i^^^<^Mm^. ACTH-'R#^4It#. 'C^H 
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(46) 1*^2003-52335 1 

n-ym) , m5^m> f^^&mm. ikmm mmm^')^-^^i^izf 

[0 0 8 0] . 

tziij^m^it. i^m^ii^m%m<oi^M<r>^vi,fz^ o. o i~ i o omg<7> i 

B<r>m*. $ff t<J±0. 1-5 Omg/k g<7) 1 B<^ffll:-CfflV^Sii:7!)^'-e^ 

fif&jSlwJSCT 1 H*jt >) 0. 1 ~4 0 0 Omg. J: iJ^^KiJiO. 5-10 0 
0 m g (^Sea "C^ -3 T 4) J: v^o 
[0 0 8 1] 

n^X. Sy<^m.>SCtwt&;ttf. *^9g^i^S!iI^^i:L•C^ ^ ('I) (Dit^HSS. t 
[0 0 8 21 

igO^ $T> ®A> ^F*I> Mf*l> ^«lTt;t(ia8iS^<7)^>:i6(^ 



(47) «Fg2 00 3-5 23 35 1 

i&T^iy'piisrtS-^?^!. j^7V-)v. ■<>7'9>h, g:T. 

[0 0 8 3] 

> M»J (flow agents) Mx.ii'y')*. 9 ^ WfkM. 7>r 7 'J 

A JtgjJ^ ^5 jS: ^ ^: t § & o 
[ 0 0 8 4 ] 

[0 0 8 5] 



(48) «Fa200 3-5 23 35 1 

[0 0 8 6] 

[0 0 8 7] 

Ltz^^'Z'X. mm.mmx-mf-x^^i>Ammi:m^-ri>tztbK. ^mm. Mm 

1 8 8<7)i9'5rS7lctelSt?5<Stta'J*i^ffl1-4ii:*«-e§2,o i»I*Ii£ltffl 
m^mWi^mWi-ritzibK, Kt^vrli^^V-t'J^l'i-r 

X-<0 /^♦ f - *5 J: O'leSSiJ «• ffl S i 5&«T § 4 o 

[0 0 8 8] 

t t::ffiM^^^-r 4 ^J^j^ 4 iiE 'S-g-t/ X7 y- 



(49) !|$S200 3-5 23 35 1 

[0 0 8 9] 

S&E^O. 1- 1 0 0 Omg. iJS t<(±0. 5-2 5 Omg^r-^tfo 
[0 0 9 0] 

Cl*i^> llaS■^S^±¥illfi<)^:^i5il<^^Jt?*2>5&^ i l!)^</^^^c^i^g;^/Ula^S•5- 
[0 0 9 1] 



(50) ^82 00 3-5 23 35 1 

[0 0 9 2] 

CMF: H,H-i;y(^)V7i^)VM.7 ^ K 

f h 9 1: 7 9 V 
DCM: v?^ nn^ >" 
EtOAc: g|g^xf^;v 
DIPEA: i/yf V tf ;vxf-;W7 5 > 
TFA: hi;7;V;i-DftK 
Boc: ten--/ \'^-yi7 ;i'3Kx ji/ 
Cbz: ^> v;v;}-^>'y!;;b**x;v 

BOP: /NJV'/h U JV:t^-> h 'J ;^C->'^ f-jV7 ? / •A'n 

DCC: l.a-vTv/^' n/s^-v jK-:^^ 5 K 
HOBT: 1-t Kn^lf v'^vy h 7^-)^ • zKffi^ 
[0 0 9 3] 

PS-h'j7.7^>: 7;b3V-h • r ^ n v- (Argonaut Techno1bgie):d%P,|E 
%m^^ iiia}-'):^ C2-7 ? y xf- ji/)7 ? V <j J^f- 

tn.p. : 

CT: 

b.p.: »^ 

HPLC: iiitT^'ft^^nv ^^^7 7'f- 
^fflV^T. 200 NWz-eia^t^o 
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(51) 1$«2 003-523351 

a^KUh^ili :s: i/y-^U-y h: bs: fu- h'Z^y ^ U y M d: ^^^p-y 
>; dd: ^•:r)\,^-f\y y h : t: h g ■^'Vy f ! q: 7 h ! JS^fCi^: 

v»tf-^ ; mt: ■^)\/^-f\/v ho 

[0 0 9 4] 

(IV): R, = CI; R. = H; R, = OCH, ; R, = H; Hal = CI 

A) 5-^ an -3-1: Kn^v'-3-(2-> h^->7i-;i^)-1.3-vti Kn-2H->f > K- 
;v-2-:t y 

z.(n>\'c^mt. ii^ilfl^^liwo 9 5/1 8 1 0 5-f-i^i^?tL-cv^;?):^SJ:: 

ftjilcj^^'TJ^iP tTtfWF 250 ml4i(^5-i^ n n-3i+->f > K^JV-2.3-v:^- >30 g(7) 
[0 0 9 5] 

B) 3,5-vf^nn-3-(2-^ hi\r->7j^-;i')-1.3-i;i; Ka-2H-^ > K-;i'-2-;j-> 
i<0<k-&!ei{i. SR^#i1=^^l§W0 9 5/1 8 1 0 5-tt::i8^$ttTv»2,:^ffitc 

?Jfeo-CSSj&$tlSo DCM 105 fnl4.<7)±fBOl^i-e^|t,it/c'fl:-&!gjl2.71 g<7)ti-g- 



(52) 1#a2 00 3-5 23 35 1 

[ 0 0 9 6] 
g)t«aj 1.2 

(IV): = CI; R, = H; R, = G; R, = H; Hal = Br 
Z.(r>^t^mi. iII^#lt^fi8W0 9 5/1 8 1 0 5-f-Cia^?*t7tfijt«^2<^i 

[0 0 9 7] 
SitfH) 1-3 

S-^ n n -5-> ^ )V-3-C2-^ h ^ -> 7 X 3->' I; K n -2H-^ > K - JW-2-:t 
V 

(IV): Ri = Q1, ; R, = H; 1^ = OCH, ; R, = H; Hal = CI 

A) f - ;U-3-ii \fv^ ->-3-(2-> h * 7 x - 3-v t: K D -2H-^ V K - 
->i^A6.8 gi3 J:0fl-7'n-^-2-p{ Y^'y^y^y^2.^ gco^F (75 tnl)y§-^;5^^, 

amU^ ^^5^^7^::tllffi*2[gl;jc}$feL^ NaClco|g^•^^g[-ci5fej^L^ Na, SO, -c$gJS. 
[0 0 9 8] 

B) 3-^ 0 n-5-p{ f-;w-3-(2-^ b 7 x - Jl/)-^^-:^ l: Ko-2H-yf > K- ;v-2 
KM 15 rali4ao±|Boi5e-C#e>*i?t'fk-&ife2 gcTjji^lj'SrO 'CJii^&^L, tiU 

-:;>o.82 mi:grinx.> 5l^^^f•*-^^^D7'^ ko.76 mi^rjnxSo 2o^5-mjt# 

JtM^rzK^t, NaCl<^j^^Qv§}g[-c^j^L. Na,SO,T|g^t■C^ Jg^'Sr^^Tli 



(53) 



^^2 00 3-5 23 35 1 



[0 0 9 9] 

3-i^Dn-3-(2-;^ hi|r->7xi;w)-5-h 7;i/:j-np« h #->-1.3-i;ii Ka-2H- 

(IV): = OCF, ; R, = H; = OCH, ; R, = H; Hal = CT 
A) 3-1; K n ^ v/-3-C2-> yi^'y-j s.:^ JV)-5- b'j7JU:i-n^ K 
Cj-2H-xf > K-;i/-2-:^> 

2-p{ h^'>7x^;i/-7^^:f«v">A'rav^ K<^-^7S[fi, x-r-ii^^ mli^ac^v^^ 
^->.i7Al.9 g, ^ J:0fl-7'n*-2-pt ^ :^->/>?v^fv 14.54 g<ox-r;vC21 ml) 

t/cTHF 26 mlct3c7)5-h V 7JVjJ- npt h ^->-3H-xf > K-;p-2,3-i;:^- v-S gco^ 
[0 10 01 

B) 3-^ D D-3-C2-;,{ h # -> 7 i JP)-5- h 'J 7 JV^t D P« h ^ v'-L K D-2 

DCM 20 ml(ti<;)j:|g(7)Xifi-C#^n;t'fb-a-!^2 g(7)ig-^!^SrO 'Cli?^*Pt> k" 'J 

^HI3.9i3J:O^3.10^cfflv»;^,„ 
[0 10 1] 

3 , 5_,y ^ □ □ -3-(2-p« 7 * - ^ ;W-1 . 3- V E K U -2H->f > K ~ ^W" 

2-:t>' 

OV): Ri = CI; Rj = 6-CH, ; R, = OCH, ; R4 = H; Hal = G 
A) 2-(2-> hi|rv'7x^;l/)-2-:t + V»®JL^^V' 



(54) #^2003-52335 1 

, 7;i/=rv#H^Tt, n-/f-ji,iJf-.}rA<0l-6 M^>^^ V-^?fi[90 ml^^-|r t^ 

^*T<&o ii*J(7)->^':;®vJ^f-^l'^»^^®l-«t '9^*t-?>(2000 Pa-cb.p. = 
87 <C)o 4D^c4^!KlS:> OW/^^^f;' (50/50; v/v)igvg, :^v^-c% DCJfe}§ai 

Sll-So »!#^iti7t4^!Kll3 g«:#s ; 3 Pat^b.p. =110130 
[0 10 2] 

B) Kti4r>'-M2-pt b ^-^7 x-^V')-6-p{ f-;W-1.3->'t: Kn-2H 

a) 4-^ p 0 -3-^ f - 7 i X ;v/ :& ^' 5 > ® tert-:/^^ ji/ 

V ^ -9- > 50 ml i4j <?54-^ n a -3-^ f - ;v 7 - 'J > 10 9*5 i v'-tert-T'.^ i; 
1.15.26 gc^^g-g-i^^r, Kr-c24{tH«£#1-So Rl5ii'^i^$r^t^T{i 
aiiftlt> ^il=S:D<W/s^-9-:/ii7£(50/50; v/v)~ (70/30; v/v)o^DaET^m-r & 

[0 10 3] 

b) 4-^nD-3-p{f-;w7i-;V'*;i'^-^'5>'®l=ert-7'f-jv5 g(7)x~ r ;v(45 ml) 

-10 t;-ei^M45^Mti*I^T2.o SiBig-&l!j*-7o rjc?&ipu, ifiA-e#t>itfc 
-ft-g-iggS g<7)-mF (25 m^)^^gs.fiTt^ ^<r>m.^m^'^nnm^\.. 

fg^EiJj^S^i^icjDx.. "mF^Sits ^|^,^l^7icffl^rEt^)Ac-c3lp]f^^aiL. « 



(55) 1$S2003-52335 1 

56 iDo 

[0 10 4] 

DCM 20 mi43<^x^B-e#A>^^'fk-g-^i-25 g<^ig'&|^s-o t:^::?&^PU^ V^'J v 

>0.51ml=^jD^, ?|^^§f-*-;i-^'P7^ KO-47 ml^jpx., LT, SJt*r 

mlt-eK^Tl^jftililt, iO»Sr> icoBl-eM0iJ3.11i3j:OJ3.12f;tli3. 
[0 10 51 

3-^ Dn-3-(2-^ n n 7i-;w)-5.6->'p« ^;u-l,3-i;ii Kn-2H-^ y K-JV-2- 

(IV): Ri = CH, ; = 6-CH, ; R, = G; R, = H; Hal = CI 
/O M-C3,4— >'p{f-;i/7i^;u)-0,L-2-;}^na-7>'T';VT? K 

0^0^4:^250 mli4i(?53,4— ::;;<^;i/7x'; y50 J: ufD,L-2-^r p n-v >7*JVSf 
76.5 g(75^i■^!^$r^ 227 *c-c7p#MiDi!t1-2)o RM-^!^S'^<^#S<^^i9-* 

x-TJU-e^^T^o »3#$it;t45E;!fe89.42 g$:#, >eo|it5H-*DCM/^ vx- 
f ^wm^fit^^^jSifS^-r^* ^ ""-P- = 172-173 
[0 10 61 

B) 3-(2-^ no 7i^;w)-5.6-i;;<f^;v-1.3-:;v; Kn^ > K-;v-2-:^- v 
95% i!t«100 ml^-10 t;»cl^*PL. lia5l®C65% ISffiflKft) 12 ml^rSO^J-M 

iziotz^mrL. m.^^'^mwL. -is. s^t&^'+io 'cn±3!)««»o ii-^i^sr^ 
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(56) *RfS2 003-523351 

KM 1000 nil^j:0f™p 200 m\^zBML. S^coK^CO, ^Jp^;?, i i: H J: pH§r2 
\ZL. ;i<Dm^^^i:b':^LXbmt^^rKm-ri>o m^i:. DOVEtOAc/TWF 
05^^(90/10/5; v/v/v)~C80/20/5; v/v/v)(^4gg£-C^tB1-i->'J *rJK^)* 7 
AKt^i'^io JIS#$*L^4^!^7.72 gS.#4: m.p. = 231 "Co 
[0 10 7] 

Q i-C2-i7 vvyji- ;v)-3-i: K n ^ Sz-S , 6-v' > ^ jp-l. t K n ^ > K - ;w 

f)tLjt'fk-^ia4 gc^THF (70 m1)^vgnRT-ciDx.So if :^<D^^i)^^t>'otzik. r. 
m^^mi7K\^&.^. W^^t^TlwaftiaiL, *ffl*EtQAc-ejfttHL, ^tlSfflS:* 

L-C, 4D4^Bm!^SS:;^ev;bl5t-r^o ^#5 tL;t4^!^3.3 g§r#s ; m.p 
. = 251-253 <Co 
[0 10 8] 

D) 3-^0 0 -3-(2-^ o o 7 i - Jl')-5 . ^ f - ;V-1, 3-i; I: K 0 -2h^^ y K - 
-2-:^- > 

^mmWti>o EJSii-^!^^> DCM 30 m1^jjn^<5,ii:{cj: l9#flL, ^^^ti* 

liSiei-So c:<o^§?S«r, io?^l-Cg&ig«aj3.l3i3j:Of3.l4-cfflv>2,o 

[0 10 9] 
Sitfaj 1.7 

3,5->'^.n0-3-(2,3->-^ h 4r iz7 i-Jl')-1.3-v I: K0-2K-^ > K-;l'-2-;j- 

(IV): Ri = CI; R, = H; = OCH, ; R, = 3-OCH, ; Hal = CI 
A) 2-(2.3->'p< hi|r->7x^;l/)-2-:t^VS^®x-?^;U 

i_7=-;i,160 mliti<?5l,2->'p{ hi^->^V-tf >27.6 g<^))lg-^ifS:-40 X)tC5%*fl L 



(57) «F^200 3-5 2 3 35 1 

(2400 Pa-fb.p. = 90 "0)0 4 D^^ffi4B£^5r^ ^7*^ vx- r;i/ (90/10; 
[0 110] 

B) 5-^nn-3-v; Kn^->-3-(2,3-vV h ^^^-^7 j:-;v)-1.3-:^i: Kn-2H-^ > 

a) 4-^ 0 n 7 - Ji' * 5 > ^tert-yf- 

^-b22 g<r>n^^iKf-c2^mim-ri>o s.mU'kmiB^Ti^-M^i. m 

1^22.5 g§r#£o 
[0 1 1 11 

b) ju-T)VlQO inT4j(7)4-^ Dn7ix;w*;i/A5 >'®tert-:rf-;i'U-4 9<^ii-g- 

^'V^tSSO mlSrJgTt^ M-&^^-20 t:T-3^Mil#-r'&o "C 
tC^iPL. Xm/^T^hilfzit^^i-^ g<7)-mF(50 mD-^-jg^r 1 ^Ht^^^^t tJiDx. 

[0 112] 

DCM 50 ml4.(^XjgB-e#P,*l;t'fk'^ia2 g<^ig-g-!^H, RTt?, e'Jv^vO.S ml 



(58) 1#«2 00 3-5 23 35 1 

^i«*«^TJi|i*1-4o [XW/EtOAci|fgC95/5; v/v)-ej§ai1-4 'J * 

[0 113] 
SJitfaj 1.8 

3,5-v'^nn-3-C2-> h:^->7x^;v)-6-h <; 7;^^np{f-;i/-1.3-:^fc Kn-2H 
(IV): Ri = CI; R, = 6-<:F, ; R, = OCH, ; R, = H; Hal = C 
->• t: K n -2H-xf V K - ;l/-2-:t > 

a) 4-^ n n-3- ^ >; 7 n p{ f - ;v 7 X - 5 > Setert-:;'^- ;i/ 

p- = 90 t:o 

[0 1141 

W 4-^ nn-3-b )j 7;V:tn;>{f-;i'7x^Ji'?!/^V>'^5 >ffitert-7'f-;i'4 g<^x- 

-10 t:-c2f^M3o^MW-r4o EiBU^m^t-^o ■c^c^^t. ss^t 

isnj 1.5<?)XigA-e#f,*L;t<b-^i^3.05 g(^-mF (15 mDj^vS^iST t^ii-^i^Srll^ 

|g'jafeLT-^^*^^Tl^S*1-2.o DCM> :^V^T'DCW/EtflAc (90/10; v/v 

?S55^(blSB^B'(bmiC^ SS#<^)4fia!|&l-48 g^:#s; n>.p. = 230-231 tJ„ 



(59) !|$S2003-5 23 35 1 

[0 1151 

B) 3, S-v? ^ n P -3-(2-p< h i|r V 7 X b 'J 7 D ^ f - JW-l, 3-v K 0 

-2H-^ > K-;i/-2-:t > 

KM 8 m\^<r>xm^'^'i^hiltz<t^^^-'^ 9<r>mmWii:^ X:K1^mL. f'J v> 
0.43 m\ f-:i-r:;p^0 7'< KO.4 ml^rjDx.. m^l^^lS^Ht^^^l"* 

o SJSii^^«'3|i]7K«fet. :t^ffl«rNa,S0,T-$g4SLT, ^ftlO mluM 

K^Ttc§i5^6<jJc^*t*o io^?g^r^ dc/jBil-cM^^J^-i^is j;c^' 
3.ls-cffl^/^;^,o 

[0 1161 
SSitiflJ 1.9 

3,5-i;^on-3-(2-^nn7x^;v)-6-p' h dr?/-l,3->;i: Kn-2H-^> K-;i/- 
2-;}-> 

(IVD: Ri = G; R, = 6-OCHj ; R, = CI ; R, = H; Hal = CI 

A) 4-^^aa-3-^ yi^i^T^V > 
MeOH 150 ml^ iO'THF 200 ml4i<o2-^' o D-5-- h o7xV-;u36 gisiO'? 

[0 117] 

D^>-lfvl28 mlpti(o±|a<OX^-C#^)tL;t'fb^!^28 g^j j: cfD,L-2-^ n n v V 
7';vffi33.13 gcTjii-^i^Sr, 230 T:-e4f^Hinllfe1-So BimU-^^iM^yi-^^ 

[0 118] 

O 5-^. □ n -3-C2-^ o n 7 X Jl/)-6-^ b ^ v-1, 3-v t: K D -2H-^ > K- ;V-2 



(60) ^£2 00 3-5 2 3 35 1 

VX-T;i^-C«t{^1-4o »3^$tL;t4^ial7.2 gSr#4 ; m.p. = 243-247 "Co 
[0 119] 

D) 5-^ n a -3-(2-^ u 0 7 i - b K n ^ ->-6-> h- ^ 3-i; V; k p -2H 
y V- ;i/-2-:t 

^*L;t<k-&ijl7.2 gc^lHF (220 ml)^-}Si:;RT-cjD;l*o :ff:^<r>^^i)^^^Ltc^k 

g*#&; m.p. = 237- 240 -Co 
[0 12 0] 

E) 3,5-i;^ n n-3-(2-^r n d 7 x::^;w)-6-^ h ^ v'-l.S-i? t Ko-2H-^ y K- 
;i/-2-;i- y 

KM 20 m1p}.<7)±fa<7)Iig-C#f>itJt'fll-^i^l-5 g(^®«v0i**?&+-e?&*P t> 
t: 0.375 ml, :^</^T% -^^T -JW:5' n y ^ KO.33 ml^-Jux., iS-^tJ^r^O^ 

iJit^^J 3.19i5j:Of3.20^ig^fflv^2,„ 
[0 12 1] 
SSjt«»i 1-10 

n 0-3-(2-;){ b^->7 Ji-;l')-5-;»« f-;i/-1.3-v Kt3-2H-^ y y- )V- 

CIV): = CH3; R, = 6-Cl; R, = OCH3 ; R, = H; Hal = CI 

A) 6-^nn-5-;<-?-;i'-^p«f-JUf-:t-1.3-vi^ Kn-2H-^ y Y-)V-2-^y^X. 

Xf^if n n-5-;X f-;i/-3-;< f-Jl/f-:*-1.3-v*H Kn-2H-^ y Y-)\/-2-:^ y 
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(61) «l«2 00 3-5 23 35 1 

nil(7)DCW (60 ml>^j^5r-70 "c-e. 20^H >9 j]Px.x S-^^^r 
-70 "C-ClS^Mlt^l-ao :^V>-C. 3-^0 0-4-p{f-jU7- ij >52.64 g^DOt (1 

h ';xf-;i/T^ >4i.3 mi$.-70 "c-einx.. ii-^^'S:^wm#t> 

-Ci#^^r^^Tlc@*-r*o x-r^W^OO mli5j:c/2N HG 130 m1c>i| 

78[4>U5l»)> RTr-72[^Mtl#1-^o ^ii4fig%i^%S!It> ^j?S<7)ffi?r#Mt^J: "9 

, DCM, :^v»-C, DOfl/EtOAc C85/15; v/v)i|^^-e^ai1-S -> U * ^JVi' n V h ^ 
7 7t;;5-tt2.o If^tL^Sti-^^*. KM. :^V^-e. DCW/EtflAc C95/5; v/v)igf8[-e 

;i/-2-;}->1.16 g3{,J^#P,tL:6o 

- J: «) W^^iiv^*-^ ua-^p« ^Jw-3-> ^;p^:t-1.3-vi: Ka-2H-^ > k- 
;i/-2-:t>0.72 QHmhiliyo 
[0 12 21 

O 0 a-5-j< f- ;i/-lH->f > ;v-2,3-v:J- y 

-i,3->;ii Kn-2H-^ > K-;v-2-:t- gi3J:^/^^^' no;^^->>>f ? ko.68 

^2.7icffl*EtoAc-c}ftaiL^ ^^wtmy^mt. *^c\<r>mmmmx-m^L. ^ 

n^ilfz^^%0.793 gi^i; m.p. = 264 -Co 
[0 12 3] 

O 6-^.nn-3-n Kn^>'-3-(2-p( h^->7xx;i/)-5->f^jb-1.3->-t Kn-2H 
> K-;W-2-:t>' 



(62) 1ta2 00 3-5 23 35 1 

S*1-*o DCM^ ^^^-e, DCW/MeOH (98/2; vMumx-mHi-rii^') * 

1.6 g*#4; m.p. = 266 -Co 
[0 12 4] 

D) 3 . 6-i; ^ a n -3-(2-^ b i?- 7 x - ;v)-5-> 3-i; K n -2H-^ v K - 

e'Jv?>ltn\ :^vv-e^ f-;t^Ji'^09^ Kl.09 nn^jDx.> iS'&^?r2|^[igif^ 

^ i<^M|-CSi3S«nl 3-21i5j:C;'3.22-cfflV>4<, 

[0 12 5] 
git^j 1.11 

3-7*n^-5,6-v;^ n a-3-(2-^' n o 7 x-Jl')-1.3-v e KD-2H->f >• K-;w-2- 

(IV): = CI; = 6-Cl; 1^ = G; R, = H; Hal = Br 
CK^-fb-^ifeliilB^^^^iiWOg 5/1 8 1 0 5-f-J^i3^?*i'TV»4Slite^o7 

[0 12 6] 
§&ikM 1-12 

3, 5-v' u n -3-(2-a:. ^ v 7 i ^ 3-v t K n -2H-.f y K - ;W-2-:t > 

(IV): = CI; R, = H; R, = OCH, CH, ; R, = H. Hal = CI 



(63) 1^^2 00 3-5 2 3 35 1 

2-7-0 ^ 7 i y - ^1^17.5 g, iiS^vxf- m\ji X O^NaOH<7)10%-^ygil70 ml 

[0 12 71 

B) n n-3-(2-i h i|r -> 7 i -JP)-3-li KO ^->-1.3-v Kn-2K-^ > k- 
;i'-2-;i- V 

2-xh^v'7ji-JUv^^:f«v">A7'a-7-f K (0 =Sr^ x-r ;i/10 imi:}3<;5-7 
^^->'>a2.2 g, i3 J:Of±fa<^X^-C#^it^'{b'&|&16.5 g(^x-TJVC40 ml) 

jc(^*,j5:7&«ii>, THF 20 m1(^io5-^r n n-lH--f V ;i/-2,3— >':t >5 g<7)ii-^!g^ 
lC?i^T-r^o RT-e2|^Mtii^L/ct^, RlSti-g-iaSrZN HCl 2(X)ml4.ic^r, ^ff) 
^^^i EtCAc-ett tB L ^ ^Na: SO, -e^*^ t T -^^^^r ^^T ic-g * S o 

2, ; m.p. = 251 "Co 
[0 12 8] 

O 3, 5-v ^ n n-3-C2-x h i|r V 7 x x ;v)-l,3-i; Kn-2H->f > K- )U-2-:ir > 
^^^^W^'ny^ KlmT^. DCM 50 ml4i<;)J:fe<7)XS-e#f>*Lfc'fk-&'^3 gjs 

;V35>t)ie^B'[kat::, »!#$*L;t4Bfe^2.4 gsr^l^,; m.p. = 198 t^o 

[0 12 9] 
Sit^ 1.13 

3,5-:^:?nn-3-(2-)> ij 7;i':rn> b ^ -> 7 x x ji/)-l, 3-v' v: Kn-2H-^ > K- 

(IV): = CI; R, = H; R, = OCF, ; = H, Hal = a 

A) 5-^nn-3-t: Kni^>/-3-(2-hij 7;i'Ji-np< b^->7ix;w)-1.3-vV: Kn 

-2H-.< y K-JW-2-:t > 



(64) 1$a2 00 3-52 3 35 1 

^mmi^'rio »coM-c, U^m'^mmMmti>o :^v>-e, 100 ml 
4i<d5-^'dd-ih-^ y K-;i'-2.3->f^>7.5 g(7)^!i-&!a^:^ 40 x:iiKT<DU.&'(^ 
i)Dx.^ ?l§ig!§lt^Mji-3i£1-So RTtij^ipL/:^. KIS^i'&!^^r^ :)X/«HC1<0iS 

0/80; v/v)^^A,j^B^a-(kt^n, Ji#$*L^c4i!£!fe6.5 g$r#^, ! m.p. = 214 ^„ 
[0 13 0] 

K-;i/-2-:t > 

f-:^-jl/i}'a9^ KO.7 ml§:, DCM 20 ml^a<;5j:|e<^x^-e#^tL;t'fl:'&|&2.7 

= 185 "Co 

[0 13 1] 

§&Tkm 1.14 

3, 5->* ^ o n -3-(2 , 3-y 7 ;i/ ;J- n 7 i - ^V')-l. 3--^ K n -2H-^ > K - ;w-2-:i- 

(IV): R, = CI; = H; R3 = F; R, = 3-F; Hal = G 
A) 5-^nn-3-(2,3-:;7jvtn7j^-;v)-3-t Ka^v'-1.3-:/ii Ko-2H-^ 
K- ;i/-2-;^- > 

1. 2-;? 7 ;v/;j- n ^ V -b- y 5.6 g^x - f- ;i/ (50 mD^jat^-lO "C i:: ^iP 
f-Jl/';f-'^AcOl-6M^^^j->^tvfi[31in1$'T?STt> f^^^^-^ 'C-c2f^Mti«^ 
E)S^E'&^'Jr-50 'CH)^iPt> 5-;j.nn-lH-^ > K-;V'-2.3-:;';i- >4 g<7) 
TOP (40 m^)}§yS[^r^)P;t^ 4 C7tig^!^$rl2B#WWL> S)t5i)*Rnc^^ 

^«lffi«rlNNaOH-;§}g[-C«tjtU, 7lc«fct, Na,SO,-c|gSiLT-^^«r*^Tt^@* 



(65) «g200 3-52335 1 

8 "Co 

[0 13 2] 

B) 3,5-v'^an-3-(2,3-:;7;i/;}-n7x^il')-1.3-v'V; Kn-2H-.0 K-jl/-2- 
f-;t-JVi^avW KO-9 '"■'=Sr> KM 30 m\fP(0±ti<^xm'C^hifltzit^^2.S 

[0 13 3] 
Miliaj 1-15 

(IV): R, = CI; Rj = H; R3 = OCH3 ; R, = 4-OCH, ; Hal = CI 
K-;V-2-:i->' 

if if. 1.2.2 J3 J:l/l-7'D^-2,4-i;ji h^-^/NJV-lf Vl8 g<^1HF (40 ml) 
[0 13 4] 

B) 3,5-7^ nn-3-C2,4-v';< h^->7i::^Jl/)-l,3-vVl Kn-2K-^> K-;U-2- 
DQI 20 ml4.oJ:|a(7)X'fI-C#^)tl7t'fl:-^%2.5 g^j J: t/t* 'J v >0.6 ml^lO 
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(66) 1$ft2 00 3-5 2335 1 

[0 13 5] 
gjjtfaj 1.16 

3,5— a v-3-(X,^^y^/z;^^'^-)\y-^^ ;w)-1.3-:;i: Kn-2H-^ > k- 

(IV): R,=a;l^=H;R, + R, = 2.3-0-CH,-O-: Hal = a 

A) 4-7-0^-1, 3-^ >' y V :t + V - 

Cl<7)'fk'&t/li> Tetrahedron Lett., 1995, 36. 6413-6414n|§^$tLTV^a:^r 

[0 13 6] 

B) 5-^nn-3-Cl,3-^>v''v;i-^v-JV-4--f Ji/)-3-t Kn + ->-l,3-vii Kn- 

4'.O-7i/^>v't7A0.85 g, i3J:^^'±f^OX^iT^|^>^t;t^b-&!^6.7 gcT^THF (40 m 
D-M^a^'bMjt^it^o ico-^7SS:> ™F 50 ml 4.(^5-^ on -IH-^ K-;v-2, 

^MlS#i-So RM'&!^S:NH,Cl<7)|&^py§mi::^r^ #t,tL&ii'&!g|«:EtOAc-c 

IgB^a'fW^i^. gs-#*; m.p. = 271 1;* 

[0 13 7] 

O 3,5-v-^np-3-(l,3-^vyv;i-i(rV-;v^^;p)-l,3-v'v: Fa-2H-^ y K 
-;i/-2-;j-> 

f^:i-i;p^n9'f KO-3 ml'Sr. 25 t:JlilT<^®SP-C^ DCM 20 tnltfj^jiieoi^ 

rft^tiTt^b-g-iKii-i gi3J:ufe';i^:^o-4 mi^tt-^^Jwjn^, c:<oii-&l5*3o 

[0 13 8] 
§«it^J 1.17 



(67) «fS2003-523 35 1 

y 

OV): R, = CI; R, = 6-C1; R, = OCH, : R, = H; Hal = CI 

A) 5,6--:;^^ no-3H-^ > K- ;i/-2.3-:;:^ > 

vK^-fk-S-^Ji. J- Am. Chem. Soc., 1946. 68 . 2697-2703icfEiJ$ tlT 

tfz\t'^' Org. Chem.. 1952. 17, 149-156t;:|a^$ tLTV^^:^feH 

[0 13 9] 

B) Kn:^r->-3-(2-p« h ^>/7 i V: Kn-2H-^> 
K-;i'-2-:t V 

l-rn*-2-> yi^'y^y^y'i.^l g^r, •^;5><75 3'>^ojga$-g■tfi- 
rJ^15 ml4><7)^^;^;v' -5,^0.72 go^?S7ffli?gTt> -M'Wi&t o/ct)-?- 
tL^i||^1-^,o ^iJ0O^J^,*tT% ig'^^^2B$MM1-^o 30 m1^a<7)5.6-v'>^ 
□ n-lH->f > K_;i.-2,3->':t>2.7 g<7)jgi§J^$^, :^l/^-eiDx.. CI <7)lg'&!^ $r 30 

^MS^irSo RTt;jt^u;tt^, Rl&^'g-!!^^:, */*/aftHCl(^i|^i^ft,icjir 
> 4i:fs:il-g-!fe«-EtQAc-ettaiL, ^affiS:Na«S0,t'$£«StT-^«6t«-K^Tic@ 

[0 14 0] 

O 3,5.6- h i; ^ nn-3-(2-> h i^->7i-;w)-1.3-i;ii Kn-2H-^> k-;u-2- 
H-i; v'>0.56 mlS:ijD£, KO.5 ml^^jp^^^ RT-rl4^ 

[0 14 1] 
Sit^aj 2.1 a) 



(68) 003-523351 

(2S,4R)-4-i^ K n ->-N,N-v ^ f- JU-2-V: n -9-= KJfe^Jtg 

00. HCT: R, = NCCHJ, ; R, = H 

A) (2S,4R)-l-Ctert-^hi|r->*;l"K-JV)^li KD^i/-N,N->'^ f-Jl/-2-eo 

DCM 50 mliti<7)(2S,4R)-l-(tert-7}s^->*;v^::Lji/)-4-fc Kn#->-2-b:D 'J 
v>'*jP5KV®11.2 gS-0 "Ct::J^^L> DIPEA 8.45 m\ :^v»-C> BOP 21.2 g$: 

t-c^s^-m^^mmL. ^'mmi>ii-ri,o bm^. dcm/mcoh (94/6; v/v)^^^^ 

.1 gS:#2>o 

[0 14 2] 

B) (2S,4R)-4-ii Kn^->-N,N-v*p(f-;u-2-en';i;>:^;;i/j}e*-9-5 KiSSiS' 

[0143] 
Hit 00 2.1 b) 

(2S,4R)-4-ii K o ^ v-N.N-v p( f-;p-2-fef n ^) ^ K h 'J 7 n 

(V). CF,aX]H: R, = NCCH,), ; R, = H 

SJit^^g 2.1 a)<^x^A-c^|t,*tfc-fk'&%|2.1 g(^DCM (5 mDj^fg^^rO Zizl^m 
L> hU7;V;J-nft®10ml§.jD£, i<Dig'&^«:KT-c2fi#ratS#-rSo RKSm'S' 

mm^TKmmL. mm^^'pi^^m. mm^^m^TK^^L. ::<r>»n'k 

[0 14 4] 
2.2 

(2S,4R)-2-C7Hff-y>-l-'f ;i/*;v^-ju) Kn^->env v> 



(69) 



1$«2 00 3-5 2 3 3 5 1 



[it2 3] 



(V) 



[0 14 51 

A) (2S,4R)-l-(^<> ^rv'* ;V^^;w)-2-C7"if f-v>-M ;1'jK-;V) 

(2S,4R)-(--^ > v';i/:t 4^ V ;V3ie:::;i/)-4-t Kn ^ v-2-t: n >; V > j& 
5 goyDQA C50 im)i3j:0fDMF (10 ml)y§y^$^|^|« b> HOBT 2.7 i^v^-Cx D^C 4 
•15 gSriPx.. &CfcS'&!fe«:R^-Cl059'HJS^^-r*o r HJ^iPL 

itlt!Kl«:*SiJL^ *?e[«-Na2CD,<^i^|p-^fg-e2|gii5t}^tx ^M^f^SO.-cigjgi 
L-C}#i^*^t^Tl^li*1-:&o ^hiltzm^^i:. DCM/MeOH (95/5; v/v)^i^-c 

B) (2S,4R)-2-(7-lrf-v>-l-'^ -4-1: Kn^->i: a >j v> 

EtOH 80 «m4ioJ:fB^x^t?#^>*t;t'fk'&|!3l.8 gfe J:0«10% /^yi^^J>>RM 
0-58 g?:, :>c^JET> R^-C^^tK^^JD-T^o mm^-ty-f 

[0 14 6] 

^TkM 2.3 

(2S,4R)-4-^ b ^->-N,N-v^f-^V-2-eD 'J v > ;<7 ? KJSKJ^ 

CV), HCl: R, = NCCH,),; R, = CH, 

A) (2S,4R)-l-(tert-:/1.^5/jt,;w;J?-;i/)-4-^ h ^ zz-N.N-ypC ^;V-2-e D 'J 
lljttai 2.1 a)^X3gAt?#f>jL^^'fb'^!fe6.5 g^THF (70 mD^^a^^-O "ClCJ^SP 

60% ^ftpfTk^-fk-^-h ';'i7Ai.2 gS:/!?LfojDx.. ig-^i^^-o t:-e30^Mit 

#1-^o 3'>'fbp<^;w2.35 ml,^THF (lOmD-^fg^fgTLx 



(70) 11^2 00 3-5 23 35 1 

^^iii>m^<^iM^Ti^mt^o mm. wmsoh (96/4; vm^^-^-^^ 

[0 14 7] 

B) (2S,4R)-4-p{ ]. d|r . N-:/ ^ f - ;U-2-e n 'J > * ;i/ ^ ^ -if ? KJtSffiJ^ 
[0 14 81 

ssiteni 2.4 

(2S,4R)-4-x h ^->-N,N-i;;^ ■^;v-2-k*n U i^; ;W#i^^Hf 5 K> <J 7 of^ 
CV), CF,COOH: R, =N(CH,),; R, =-CHCH, 

A) (2S,4R)-l-(tert-7' ^ -> h ^ '>-2-e D <J v > > 
60% h'J ->Al.72 g^, ^^#H^T(C, (2S,4R)-1-Ctert-^ 

[0 14 9] 

B) (2S,4R)-l-(tert-7- y^i/f] ;i/5K- ;l/)-4-x h -/-I^.N-ypJ ;v-2-ki- d 0 

hijx^ji.7^>3-5 ^v»-c. BOP 7.6 g$., ±.ti,<r>j:mrr^% hUtzit^i^ 
4.5 g(^DCM (100 mD^^gtujdx., i<7>tS-&!g&S'Rr-ei5^ffl}E#-rSo :^v^t^, 

KHSO, (75 5% viJg-C^ ?^ L , Na, SO, x^^^ L T -^iS *^t^T ^ ^l" * o * 
H/MeOH (95/5; v/v)^!^^^-}^*^*-^ U *r Jl/^J' o v h 7iC^^tt2>o 
*L;t4fi£!^2 g§r?ftWSIx-#*o 
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(71) 1$S2 00 3-5 23 35 1 

[0 15 0] 

O (2S,4R)-4-x h ->-N,N-v'p{ f.;u-2-i:- n «; v > * JUsK^-t ? K h 'j 7 

t, ^ffiS-KM^'ii^'?, ^t^T US* c:oSf^«:iS:llISfei3ii1-o m 

[0 15 1] 
SJitf^J 2.5 

C2S,4S)-4-v: Kn#>'-N.N-;;^^;v-2-en'Jv^V*;i'5j?^''J-? KitSJS 
00. HCl: R, = NCCH,),: = H 

A) (2S,4S)-l-(tert-7' y if-'yjj ;w)-4-ii K D ->-2-e o 'J i; V pt; ;i/ sK > 

->*-tert-/f-;Vi;;^7-5K;^- fl3.2 g b iJx-f-jVT? >OlO%^ ^y- 

[0 15 2]- 

B) C2S,4S)-l-(tert-^h:^->^;w.ie^;l,)-4-ii Kn ^ >'-N,^H/'^ ^;V'-2-l^ □ 

DCM 100 m^i^(o±.u<r>TM'^^hi^ftit^^^ 9^:4 ticj^ipt. dipea 5.7 
ml. BOP 14.4 gi,p;t. i(Dii^ifeS:4 'C-e30^MjjH^-r2,„ ^i^-e. 

SB5ii^«^^*^TJ;S^Ls 3S^*Etmct^}4ffiL, ^^ffi$r. KHSO^^S 
%V§^S^ Na,C0,o5%v§y^^ NaCl(;5tSffi-^v^T-«fej^L> Na, SO, LT^'g- 
^t^Tt^Si-r ^>o aaS-DCWMeOi (93/7; v/v)i|Yg[-ej§ai-* U * n 



(72) 1#a2 00 3-5 23 35 1 

[0 15 3] 

o 

[0 15 4] 

§Jit0!) 2.6 

2-[[(3R,5S)-5-[(i;p{ 5 y )^ ;i/]-3-t"n 'J V-;!/]* ^-:/3S^®ter 
(V): Rs =N(CH,),; R, = -CH,a»-C(CH.), 

A) (2S,4R)-l-(/N:>i;;i,:t4''>*;l'^^;W)-4-li Kn:^'>-N.N-vpt-?^;l/-2-en 

DCM 250 ml4r(7)C2S,4R)-l-(^>'v';v:t + ->*;i/5K-;u)-4-t; Kn^v-2-i:n 
V v>*;p5K>®15 HOBT 7.64 g^jJcO^DCjC 11.65 gcoiS'&^^RT'-cii^Mtl 

& O 

10 15 5] 

B) 2-[[(3R,5S)-l-[C^>i;;i/:^i|r->* - ;i/)-5-[(i;> ^;W7 = y )*;l/;K^ 

^V^f VlOO m^4.(o±|EM^I-C^|^tl7t'^k-g^^5 g^iO^r h 9rf-;UT>' 
^-^'AgtS^^iga g(^ii^!^>^0 -Ct-J^iPL. NaOH(7)50%7(cv§yg[50 ml^riDx. 

s §l§i£§rn*g^Setert-:/^;ix5 g^fST COig^tj^^BO^H,^ t < 

^Na, SO, -elSiSI. tt:»?r^^T 1^13*1- 2>o ^SE^Etmct'-^ai-r^ -> 'J 



(73) ^^2 003-523351 

[0 15 6] 

Q 2-[[(3R,5S)-S-[(i;> ^;i/7 5 y jl/;}e^;i/]-3-v: d ij -y - ^ 'yM^ 
tert-yf-;i/ 

EtOAc 200 ml4.<7)±faox^-c#?,tL;t'fl:-&^6.3 gj5X^^% /^y'J^J^R 

[0 15 7] 
Slitfnj 2.7 

3-(4-^ ;u * U - :^ n e :t > C3R, 5S)-5-[(-:;; f - ;i/ T 5 y ) * - ;w ]-3- 
[<l:2 4] 

(V) : Rj = -N(CH,)j . = -COCHjCHj- N,^^ O 

[0 15 81 

A) (2S,4R)-4-(7^r ^'>)-2-t(i7> ■^;V7 5 ^ ;V'K^;p]-l-b?n 

KM 100 m\ip(r>^ji^^i 2.6ff)xm^-^'^hiltcit^^^ 9^ XV Y Ji^ }\^T ^ 
>2.31 g(7)ii-g-^^0 <C(c?^Spt^ 7^ >; n^;Wi5'n7'f ml §r?iTt^ 
ii'&i^S-O t:-c2B^MJt#T^o SlStg-^i^^rTK^feL^ Na,SO,-c|g*SlfC-^iSSr 
*^TJ^IS*1-*o SS^$a/c^E£%5.5 g^S:fai^^cmi-C#So 
[0 15 9] 

B) (2S,4R)-2-[Cvp{ f-;V'7 5 ^ )3!?;i/>K-;p]-4-[[3-(4-ce;V5jx ij - ;i.)7'n/NV 

^!g^5.5 g,75DCM (100 m1>^JgiciPx> m^^^^'^t^'^^mmi^Wt &o KJtU^ 
LXmiSk^m^TKli^-tio »a£S:> ^v>^, OCWMeOH (94/6; v/v)ti 



(74) 00 3-5 2 3 35 1 

[0 16 0] 

O 3-(4-* JW* ~;i')":^n >®C3R,5S)-5-[(i;^ f-;v7 $ y )* 

EtOAc 200 ml4i(7)±|£<7)XfI-C#P):tt;t<l:'&i^4.2 g^XX/'^0% ys'^v-^i^^ 

[0 16 1] 
3.1^3 J: 0^3.2 

(2S,4R)-l-[5-^ n n -3-(2-^ h^'yyj^- ;i/)-2-^ ^ V -2 , 3-i; E K n -IH-^ v 

ai): Ri = G; R, = H; 1^ = OCH, ; = H; R, = N((H), ; R. = H 

SJii^nj 2.1 b)-c#i;,it;t^l:'&!^S:DCM 5 tnln-;§j5|t, b 'J Ji^;i'7 5 >l-62 
g^iDx.. 2 ml4.(^||it^^ l-lt?#f,itf^^k-g-!gj2.2 g(^»MTS«[*iJD 

X., CK^ig-g-^^rKT-ee^Mm^-r^o ^v^f, 3x 0.8 g,7) b .;a^^;UT5 V 

m^tl&o ^Cfzitm.m^iML. MeOH 10 ml^r-^tf CD, co5%-^f^^ J: O'EtQ^V 

V4|JILTM14^^ 0.875 g^-^l?,, P.\i>bM<Dnmi^h^. DCM/MeOHgfgtC 
96/4; v/v)~(95/5; v/v)(^43ge-c-^aJ-fS T^W? nv h 7lw:d^lt*o 2 

- J: i9»7!)M4v^^'tt#A: ^jgM ^-^it^^. $i;,u0.359 g^^him 
p. = 265-268 -Co 

a," = +180P (C = 0.16; ^ on^^JVA); 



(75) 1ta2 00 3-52335 1 

e^B$^l^ ^ Vi-r;v/0.15 mo1$.^t;0.72 9Amhii&o 
«b"=-193.7"' (c = 0.16; ^^dd^JI/A), 

[0 16 2] 
Kit^nj 3.3^j:c;t3.4 

(2S,4R)-l-[5-iJr n a-3-(2-^r n o 7 x^;V')-2-;j-^ v-2,3-i;fc Kn-lH->f V K 

- ;i/-3-^ Jl/l^b K n i|r v-N.N-v ^ f-jP-2-e a 'J v >' * 5 K> 

(II): Ri = CI; 1^ = H; R, = a; = H; R, = N(CH,)j ; R, = H 
^i^n 2.1 a)-c'iJ|P)*L^c'fb-&!^0-8 g> :^V>-e, DIPEA 3.5 ml^:, DCM 50 ml 

^■wsaig^O i.2-e#f>*L/c'fl:'&!^3 g<^ig-^!^tcRT-ejDx.. c:<75tg-^!^S:Rr-ei2 

-CviiSE*^^Tlw|Si-r&o ^fi^^DOVWeOH (95/5; v/v)^g-^x-^dl-rs 'J 

- Xy)m^t*HS.\'>mi^^'^' ^i&n ^-^(^it^f^. citL$:DCM/MeOH (95/5; v/v) 

+235.3" (c - 0.15; ^nn*;PA); 

- i »jStt:6«i^V^^14#B: Uitenl 3.4(75'fk^tl. itl^rDOVMeCH (95/5; v/v) 

^SB^H'fk^^l^ 0-68 g«t,tt;|, ; m.p. = 266-267 "Co 
ao" =-225.6" (c = 0.117; ^rnn*;wA)o 

[0 16 3] 
Mikm 3.5i5j:c;53.6 

(2S.4R)-l-[5-p{f-;i.-3-(2-p{ h i|fi/ 7 x i;u)-2-:t ^ V -2,3-^^11 KO-IH-^ V 
K- ;u-3-^' K n ^ ->-N,M-:; ^ f- ;i/-2-fef n ij > 1j ;i/:K^-9- 5 K> ^ 

(II): Ri=CH,;R,=H;l^=OCH, ;R.=H;R, = N(CH,), ; R, = H 
DIPEA 3.5 ml, :^u^-e. 2-1 a)-c# tjtl/c^b'^!^! 9?:, DCM 15 ml^ 
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(76) eS2 0 0 3-5 23 35 1 

TMmLXmiM^Ti^m-rio J^tSrKW/MeOH C96/4; v/v)t|^-c^aj-r 

B^B'^k^^l^ 0.183 g,!,^#f,*i.;&; m.p. = 257-258 "Co 
=+151.6' (c = 0.122; ^nD;^;i/A); 

- j: Kmmm^>miii^^- ^-^n^^. km/mcoh 07/3; v/v)igfst-c 

V§t^^1■:6T;^5:^^^•7 h^^97Jc|fj£;6>»t4o 0.498 $t,lc^tS 

10 16 4] 

nS^^M 3.7^3 J: 0^3.8 

C2S,4R)-l-[5-j^nn-3-(2-^ h 7 x ^ Jl/)-2-:t + V-2,3-vf n Kn-IH-^ y 
[<t2 5] 

(I[):R,-a ; R,-H; Rj-OCH, ; R4-H ;R,- -n(^ ;R«-H. 
[0 16 5] 

i^LX'Sm^m^rr^'^i^^o ^g^OCWMeOH (96/4; Wy/mm'(^W-ti>7 
;i/= b^^7 7H35^kt*o 2o(^m4#7i^5-li?tLS: 

43 g*i#(,ns: m.p. = 270-271 l^o 



(77) 1^82 00 3-5 23 35 1 

a," = +169.5° (c = 0.115; ^an.-^;vA); 

[0 16 6] 
3.9i3j:yf3.10 

(2S,4R)-l-[i-C2-^ h ^ 7 i ;p)-5- h 7 a p{ b ^ ->-2-;t + V-2,3-:; 
K o-lH-^ > K- ;i'-3-^ ;w]-4-i: K n 4r ->-N.N-:^p« f-;v-2-t: n U v > * ;w 

ai): Rx = OCF, ; = H; R, = CCH, ; R, = H; R, = N(01,), ; R, = H 
DIPEA 4 ml, :^v^-C, Sit«^J 2.1 a)-e# t,it^dk'g'!|^1.26 g^;, Sit^^J 1.4 

1-^0 :^V^-C% (95.5/4.5; v/v)izSS f -e(7?^E^DOi|/MeOHii^gx* 

.09 g,{|S#t,it2,; m.p. = 231-233 "C, 

=+152" (c = 0.123; ^^nD*Jl/i.); 
- J: ^)!gte5!'^'i§<'^Mt4#B: gjitfaj S.lOco-fk^!^. 0.323 ads^lbtLa; m-P- = 
219-220 

j,B''=-22a' (c = 0.11; ^an.-^;i/A)o 

[0 16 71 
gjigeaj 3.11^ J: 0^3.12 

C2S.4R)-l-[5-^Dn-3-(2-^ hi^^->7x-;w)-6->^;w2-:i-*V-2.3-i;ii K 

(ID: Ri = CI; = ; R, = OCH, ; R, = H; R, = N(CH)z ; Re = H 
SSit0!l l-5-C#f>H/>:<k-^!^oDCMj§Jg^0 "CHi^^L, DIPEA 2.25 im^^Jpx. 



(78) 1$«2003-5 23 35 1 

O^-C^mLrmm^m^ri^^^-tio a^«:DCM/MeOH (95/5; v/v)ig^g-e-^ai 

0.139 g^5^|ib*i:s: m-P- = 260-261 "Co 

= +162.5° (c = 0.144; ^ nn.t>;l'i>.): 
- X^mm'M^'^'iii^^'- SaiSfaJ 3.12o^k^!^, 0.606 9i&i#t,tL. 

[0 16 81 
Uig^J 3.13i3iOt3.14 

(2S,4R)-l-[3-(2-^ any x -;i/)-5,6-v'^ f-jw-2-*^ v-2,3-i;ii Kn-lH-^ 
(ID: Ri = CHi ; = 6-CH, ; 1^ = C; = H; R, = N(CH,), ; Re = H 

^mn ^•^^hiifz<t^^<r>ooA^^i:0 x:K}%mL. dipea 0.6 mi^jn^ 

EtOAc-^taaiL, ;t«lffl«:Na,SO,-rSg*SbT-^i«*^^TtC^ 
*tSo ^^^KWMeOH (95/5; v/v);gjg[-eitto-|-S ij n v h 

- X V)mi*^^^^^^^i^^- 3.i4<o>(i:^ti, ?fli<oMI-eo.363 g^s#^,it 

[0 16 9] 
Mit^J 3.15i3 J: 0^3.16 

(2S,4R)-l-C5->^ pn-3-(2,3-i;^ h -> 7 x - JV-^-Z-:*- + V-2,3— V V; Kn-IH- 
^ ;i.-3-^ jl.]-4-^ h 4r ->^^,N-v > f-;i'-2-i: n v :/ * jpsK^-y- 5 F> 



(79) #^200 3-5 23 35 1 

(ID: Ri=a;R,=H;R,=(XH,:R« = 3-00^, ; R, = NCOH,), ; = CH, 
DIPEA 1.71 ml, 2.3-f # <bit7t'(k'g-!^0.75 g^^, 1.7 

vt«^rK^TJC^J*-r;&o ^ig*KWMeOHiiJgo^ge (98.5/1.5; v/v)~(98/2; 

- J: i9;^t47!)Mav»^tt#A: iJig^j 3.15o>ft>g.!^, 0.32 g7i?#t,tiSo 

- J: IJ^^i^i^V^^tt^icB: 3.16(^'(l:'&l^> V j:.-r;W:5^P>Sig^a? it 
0.49 gj!)S#f>*l4 ; m.p. = 235-237 "Co 

ao" =-160.7" (c = 0.102; ^na*;wA)„ 

[0 17 0] 

l^it^aj 3.17;feJ:yf3.18 

C2S,4R)-l-[5-;j7 n n-3-(2-p< h ^ V 7 i h 'J 7 ;V;t n f-;i/-2-:t ^ V 

-2 , 3--:; t K n -IH-^ V K - ;v-3--f b ^ ^^-N.N-v f - Ji/-2-k: u 'j v 

(II) R, = a ; R, = 6-CF, ;R,=OCH,;R,=H;R, = N(CH,), ; R« = CH, 
DIPEA 2.5 m\jiXtfiSS,^m 2.3-c|| P,tL/^<l;^^0-870 g>Sr. Sit^^ 

^*L;t'fk'&^<7)lXM (10 ml>;§j8[nj,p;t> ii-g-^^-R^-cio^Mlt^i-So RJSil 

2(ii7)c^L> NaCl<7)tS|p-^yfit-et5fe}^t> Na,SO,-c$g^L-CM$r*^Tlc*J 
*1-io M^rDOVMeOH (98.5/1.5; v/v)ii^«^^gB-e-^ai1-S 7;W5 n v 

- J: i5®I4jis{av^||tt#A: 3.17(^'fli#%), DCMi^^ie^'fb?Jt0.23 g^i 
||f,tL&: m.p. = 291-293 tJo 

= +131.6° (c = 0.12; ^ nn*;uA); 

#t>tL5 : m.p. = 138-140 "Co 
ao"=-157.1« (c = 0.098; ^ on^JV-A), 



(80) 1$S2 003-523351 

[0 17 1] 
iSit«aj 3.19*5 J: 0^3.20 

(2S,4R)-l-[5-^ n a-3-(2-^ 007 x h + '>-2-;i-^ V-2.3-V K 

n-lH->f y K-jl/-3-.f ju]-4-pt h i^r-^-N.f*-:^^ 'J ;^:^?^■l^■ 
5 h\ M14#Ai3 J: tr^ft'^B 

(II) l\ = G; = 6-(XH ; R, = CI; R, = H; R, = N(CH,)j ; R, = CH, 

.9-e^|ibtt;t'fl:-&!^<7),#?§?St^ijnx.. §11=^1 > dipea i.s g,^Dcw (2 x^^y^m. 

[0 17 2] 

- IJjgfflJ 3.19cD'^l:-^!g&^ 0.581 g;i«#(btL& ; m.p. = 249-250 <Co 

=+202.50 (c = 0.12; ^'naj^:;V'A)o 
7.ev%S*?SSrKM/MeOHii?StC98/2; v/v)-c^tll1-"2>T;l'5 ^-7 h 

HO.519 g5!)^'#f)*LS ; m.p. = 243~244 "Co 
=-221.8° Cc = 0.13; ^004-01/^)0 

[0 17 3] 
Sittaj 3.21*3 J: 0^3.22 

(2S.4R)-l-[6-^ n n -3-C2-> h i|r V 7 x - ;i/)-5-> ^ ^ V -2 . 3->; H K 
ai): R,=CH,;R, =6-Cl;F^=0CH,;R,=H;R, = N(CH,), ; R, = CH, 

DiPEA 5.5 m\ M^^J z.s-e^fjtLfjilk'^i^i-SS g=Jr, S^ig^nj 1.10 
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(81) «IS2 003-523351 

[0 17 4] 

0.7 g5!)J#t>tL^; m.p. = 264 "Co 

an" = +183' CC = 0.1; ^ VH^.JVA')', 

1.275 ais#f,jts; m-P- = 245 tJo 

an" =-195.1" (c = 0.12; ^roa*;l/i.)p 

[0 17 51 
iJit^nj 3.23i3j:c;r3.24 

C2S,4R)-l-[5-^ n n-M2-> h 7 ^ ^;i/)-2-:t ^ V-2,3->'n Kn-IH-^ > 
},'_;v-3-^ |.i^-^-N,N-v>f-;u-2-en'; V K> Mt:i 

ai): R, = CI; R, = H; R, = OCH ; R, = H; R, = NCCH), : ^ = 
■mF 50 m\,^ff)^^M l-l-e#^*L^s:'fk-&^2.15 gig^lj 2.A-^%tyjfLMt 

mLXmi^^M^Ti'^^^-r^o ^ti^DCW/EtQAc C50/50; v/v)^lvg[4.tc^ Ij , 

-ciDSfct^ ffitmi-^o 4i:^ttM^'Sr7.t'>;«)i5tL> ^si-r^.: 

- ^t4#A: IJite^ 3.23(0'fk-g-!^> 1-1 ""-P- = 236 "Co 

= +109' Cc = 0.22; ^ nn*;i/i.)o 
> % SvS* Et3QAc/Me0H (97/3; v/v)^gf$-e^m-t S5/';*^r';i/^nv>^9 

- J: *)M§:6^'^v>m^B: guiifn) 3.24,^'fl:^|^, 1 g:*«^|lb*l«>o 

a„''=-164° (c = 0.25; ^ ao;}v;WA)o 

[0 17 6] 
K)i«^J 3-25i3j:l>*3.26 



(82) «Fa2 00 3-523 35 1 

(2S , 4R)-l-[5-iJr o n -3-(2 , 3-v ^ h -> 7 ^ )-2-;}- ^ V -2 , 3->- 1: K n -IH- 
^ y ;i/-3-^ K a ^ ->-N.N-v ^ f-;i/-2-t:* a 'J v > * 5 K 

ai)Ri=a;R,=H:R,=OCH,;R, = 3-OCH, ; R, = NCCH,), ; R, = H 
DIPEA 2.5 ml, :^v>-e, Sitfl^ 2-1 a)-e#f,tL;t<b'^!^l 9,^. $Sit«^ 

/MeOHigfS[(D-fejBE(99/l; v/v)~C93/7; v/v)-c^aii- 4 * a v h 
7lC;5^tt&o 2o(^M14#56«5-SI?ii&: 
[0 17 7] 

/y( yju-TJU^m-^hUi^^B^ 5 ""-P- = 261—263 to 
ap" = +119.3" (c = 0.135; ^an.i^;i/A) 

- J: ►)@1456«;gV>^14#:B: 3.26(7)'fk-g.^; DCW/^ y jL--r;Uii?^:d^^S^ 

gimhfli' "i-P- = 167-169 "C, 
an" , = -168.6" (c = 0.172; ^nn;Jx;i/A)o 

[0 17 81 
llit^aj 3.27^ J: 1^^3.28 

(2S,4R)-l-C5,&-v*^ U D-3-(2-^^ n o 7 :c=.)V>2-^ ^ 7-2,3-^' n Kn-lH->f 
y )^_;p_3-^ ;i/]-4-fc Kn^ -V-N.N-v^ f-;i/-2-t: a 'J v * ;i/>}?^-9- 5 K, 

(ID: = CI; R, = 6-Cl; R»=a;R,=H;R, = N(CH,), ; R, = H 

gjg^ai l.llf ^|t>tLfcik^!^l-6 9, :^V^-e. DIPEA 2.13 ml^., DCN 15 micfi 
<D^&M 2.1 a)-c^|P,tL^c^l:'^!^0-8 QOtg'g-ifet^'^Tx'jtinx., ig-&!gl€:R"''-cl555' 

0,(^5%y§}g[-Ci5feitL, Tlc^feL, ^^C^<7)m^-mTiSt'0L. Na,SO,-c|g^t-C-^ 
«t'g:*^Tti|i*1-2.o ^g£«rDCJVMeOH (95/5; vM^^-r^-SiH-f i 'y') * ^ }^ 



(83) ItaZ 003-523 35 1 

0.08 9i)mti>iM>'' m.p. > 260 to 

ao" = +219.4' (c = 0.1D3; ^on*;i'A)o 

- i >3;Bgtt)6«ll5v»m4^t:B: S&jt^^J 3.28(^<t'^!^. 0.661 ft^J^tjtL, 

[0 17 9]. 
I^jgf?!) 3.29feJ:Uf3.30 

C2S.4R)-l-[5-^. 0 n -3-C2-^ h ^ -> 7 :c X ;i/)-2-;}- 4r V -2 . 3-v t K a -IH-^ > 
K - K n i|r ->-2-vf n <; > :i!7 ji/ ^ > Si ^ ^14#Ai3 j: 

ai):Ri = CI;R, =H;R,=OCH,;R, =H;R, = OCH,; R,=H 

DIPEA 4 ml, :^v>-c, (2S,4R)-4-ii Kn + ->-2-en »; i^V * f- 
i£mi£i-64 g>^, DCM 20 mit^ay^^m i-iT#ib*i.7t<l:'&!^i-4 gcT^^g-g-igjuRnr 

/3; v/v)ji|^a-ev§{B-r-&i/ ^)i3*f)\/i; Dv h 7JC:iJ^»tao 2o<^Mte#j&«^ 

= 234-235 -Co 

=+143.3° (c = 0.136; ^j- n n*:;i/A ); 

- J: ^)®14*«Jgv>Mtt#^ §iitl«l 3.30,^>f|i-^^, DCM/^ yx— r Ji'/ 

ae"=-199.1» (c = 0.112; ^rnD^;i/A), 

[0 18 01 
3.31 

C2S, 4R)-l-[5-^r n O -3-(2-^ b i^r -> 7 - ;P)-6-> ^ Jl/-2-;j- ^ V -2 . 3-v K 



(84) ^S200 3-523 35 1 

(0 V 7 7. T V - il-^ 

(II): R, = a ; R, = 6-CH, ; R, = OCH, ; R, = H; R, = OCH, ; R, = H 

c (50/50; v/v)^^X'•^ttS1-Sv';;&yJ^^'^v hi^7 7lc^^Jt4o 2o<7)v7 

[0 18 1] 
S&itf^ 3.32 

(2S,4S)-l-[5-^nn-3-C2-^ h:^^->7x::^Jl/)-2-;a-^ V-2,3-v'i; Kn-lH->f > 
K-;w-3->f ;v]-4-fc Kn^v'-N,N-:;p{f-;v-2-fefn';i;>*jl'^^-iJ-5 K. 2 

v 7 ;^ r v - (^ii-^!^ 
(II): R, = CI; R, = H; R, = OCH, ; R, = H; R, = N(QI,), ; R, = H 
KM 50 td\i^<o^^n 2.5i^^^ififzit^!^^.6 g<7)iig^^$r4 t:{::J^«t, 

tT}iia^^^Ttc-g*1-^o ?S^^DCM/MeOH (98/2; Wv^W^mr-miiir i> 7 )V 

o 

[0 18 2] 
$&it«nj 3.33 

(2S, 4R)-l-[5-^ n n -3-(2-i h^'yy^- ;i/)-2-;j- ^ V -2 . 3--:; k K a -3H--f > 
K- ;w-3-^ Kn^i/-N,M-:;;< ^;v-2-trn i; >;> * jl/^+-9- 5 h\ :fc 

(II): R, = CI; R, = H; R, = OCH, CH, ; R, = H; R, = N(CH,), ; R, = H 
IJjlgfn) 2.1 a^-^^hfltlit^^^-^ 9. :^V»-C% DIPEA 1.46 Qi^i^n 1-12 



(85) 1#S2 0 0 3-5 23 35 I 

vSt-C^^L, Na,SO«-c|gJSt> ^i^^r^^TH^i-rSo ^sgfrDOVMeOH (95/5 

14-»:*<5-SI$tL. iiy)mm^lS^^it^mm^ (WEtCy^c (60/4O; v/v), 

-e, DCM/MeOH (94/6; v/v)igf^-cigmi-2> U * ^ ^V^' h 7 K^^7t>>\f 

2. o ? tl 4fi£ !^ 0- 726 gjJ: # ^ 

[0 18 3] 
Sit«^ 3.34J3 J: 0^3.35 

(2S,4R)-l-[5-^na-3-(2-l.iJ 7;P:tn^ h ^ i/7 x ^;l')-2-* + V-2.3->* k 
Kn-3H-^ V K-;v-3->f jw]-4-i:: Kn:^'>-N.I4->-> f-;u-2-en 'J v 

(II): Ri = CI; R, = H; R, = OCF, ; R« = H; R, = N(CH,), ; R, = H 
DCW 20 ml43<7>|»^i^ni l.U-x^i\^hiitzit^m'^-^ 9^ S^ii^^J 2-1 a)-e^|^^^;t 
gi5j:UfDIPB\ 1 nn(;5tg^!^SrRT-r24f^WJS#-ri)o DCM/MeOH (98/2; 
v/v)cj:4->»; Ar;v±-c. J: •j^Sv^^mk-^i^Cmit^J 3.34<7)-fk-g-igj)-C* "9 

(98/2; v/v)iijg-ciittlT<&v'; *^^^^'a•^^/v7ll75^^t*o 4) -o<?>^ 

- X i9lltt>!)^aiv^Mtt#:B: Uat^^J 3.35(^>(t^!^, 0.2 g«:#io 

[0 18 4] 
SJitiJHj 3.36^ J: 0^3. 37 

(2S,4R)-l-[5-^ nn-3-(2,3-:/7;i/5j-07x^Jl')-2-:t^ V-2.^->*t Kn-3H- 
^ y ji.-3-^ ;u 3-4-1: K n ^ ->-N.l«^v f-;i/-2-i:f 0 1; y * 5 K 

(II): R, = CI; = H; 1^ = F; R, = 3-F; R, = N(CH,), ; R, = H 
DCM 20 ml4j(7)SJit«?lJ 1.14-^#C,it/c'fk-^^0.4 g, §Jig^nj 2.1 a)-T?^#A, *t/j 
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(86) ^ai2 00 3-5 23 35 1 

<b-g-t)0.3 g^j J; iyfDIPEA 0.45 g(DWi^^i:^'^X'2mmm.Wt ^ o DCH/MeOH (98/2 

. ^Wtni:^2SO,T^)^LXmmim^T\zm^i-io aSE^-DCW/MeOH (98/2; 

- J: ^mmm^^mti^^- S^iSWI 3.37o<li^!^, O.l gS:#&^ 
a„"=-231» (c = 0.16; ^rnn*;i/A)o 

[0185]. 

(2S,4RD-l-[5-^no-3-(2,4-v?p{ ^-^y^ ^-jv)_2-;^:^ y -2,3-7 li KO-IH- 
(II): = Cl; R, = H; R, = OCH, ; R, = 4-OCH, ; R, = N(CK), : R, = H 

it^o nm^^. ^A^^X% DOVMeOH (98.2; v/v)^^g-c-^ai^^ r ju = ^ ^ 

- X tjaitt*Mfi:V^Mt4#A: gjit^j 3.38co<l:-g>^o 

- J: •3®14*«;gv>^te#B: sjit^nj 3.39<^-ft^!^, 0.26 g4r#*<, 
a„"=-157» (c = 0.15; ^ nn*;PA). 

[0 18 6] 
ggit^j 3.40 

(2S.4R)-l-[5-j^ n n -3-(l, 3-/n; > v^v ^ ^ y - ;i/^xf ;i/)-2-:^ :^ V-2. 3~>- 1 
Kn-IH-^ > K-jlz-i-^- jp]-4-t KD + ->-N,N-v;^f.;u-2-en>Jv'>'*;V*' 



(87) 1t^200 3-5 2 3 35 1 

(ID: Ri = CI; R, = H; R, + R, = 2.3-0-CH,-0-; R, = N(CH,), ; R, = H 
DCM 20 m\tp(o^^m 1-16^# ^tl;t'fk-^!^l-7 9, 2.1 ad-^^hflfz 

L, ^^ffl$-Na2S0,-e$£iSUT-^iK?r^^Tt::^i*1-So ^tl*DCWMeOH (97/3 

ao"=-108" (C = 0.12; ^ OD;fs;l/A). 

[0 18 7] 
3.41i3 J: 0^3.42 

(2S, 4R)-l-[5 , 6-i; ^ n n -3-(2-;^ y^'yy:^^ ;v)-2-:j- v -2 , 3-:; b K n -IH- 
V K- ;i/-3->f jV/l-^-k K n ^ v'-N.hH/^ •f-jP-2-tr a u y v * ;v:^?+-9- 5 K 

(II): R, = G; R, = 6-Cl: l^=OCH,;R,=H;R, = N(CH,X ; Rs = H 

DCM 15 nil.^3(7)SSit0!l 1.17-e# ^ttjt'fk^^l-S? g, 2.1 a)T-#P,^t 

7^>:'fk'&%1.45 g^J:0'DIPEA 0.8 mlcTJig^lgj^^RT-e 1 mpH30^Mt|#-r2>o W 
MeOH (94/6; v/v)tc J: a -> 'J * ^ ;i/±t?. J: J^ift^^iEtt^k-^lji-C^)*. 

7S-e?5fe?^L, Na:SO,-e$giSLT'J#ii«-*^Tl^®*-rSo ^S*DCM/MeOH (94/6 

: v/v)jgjgx-^ai-r^->'J ^yjV'iJ'UV h^^77JC35^Jt&o 2o(^^t±#:;()S^f51l 
$tL;2>: 

- J: i5«gt43()Mfi:V>^tt#A: gjjt««l 3.41^-ft-^!^^ ^ V x-T;i//MeOHig^55.f, 
igB^B'fl:$*t0.295 g^:^|;6; ra.p. = 261^262 t:, 

ff," = +113.8» (c = 0.12; ^D0*;wA) 

- J: W7!i«^v^^tt#B: Uigjaj 3.42a)it>^IS9, 0.74 g^:^!^,^ 

[0 18 8] 
gJitfnj 3.43;fej: 0^3.44 

2-[[(3R. 5S)-l-[5-i? n D -3-(2-> h ^ -> 7 x ^ Jl/)-2-:t + V "2 . ^rv? I; K n -IH- 
> K-;i/-3-^;u]-5-C(y^f-;P7 5 >')55>Ji/jJ?-Jp) -3-k:* n 'J v^ziji/]:*-^-^ 



(88) ^820 0 3-5 2 3 35 1 

(11): Rx=a;R,=H;R,=OCH,;R,=H;R, = NCCH,),; = -O<,CD0C(OH 
■mF 200 ml, h ij xf-;u7^ >l-87 :^v^-c. SJjt««J l■l■C^I^J^^;t'^k'&tl 
o 4^!^«:»^TliaiiJlt. ^gE*KM/MeOH (96/4; vA^UmTmm-tZ>'y U 

a," =-154" (C = 0.37; i^nP^;l/A). 

[0 18 9] 
3.45 

J-(4-^ Jl/ 4^ j:. 7* O > ® (3R. 5S)-l-[5-^ n D -3-(2-^ h ^ -> 7 x ^ ;l^)-2 
3->* t K n -lH--< > K - ;i/ ]-5-[(->' > f - jl^ 7 5 / ) 'i? - ;V 

]-3-en V v^-;i'> 2c)(7)vr;^r v:tv-<^ii'&^ 

l'fk2 61 

(II) : R, = CI ; R2 = H ; R, = OCH, , R« = H ; Rj = -N(CHj), . R» - -CO^H,CHj- / ^3 

[0 19 0] 

U^tfiJ l.l-Cl|P)tL/c^k-a-!fe3 g(7)-mF (100 mD-^-^ig:, Uii^J 2.7-e#t,tt 

2&Ti::||*-r*o ®g£S-DCW/MeOH (92/8; v/v)igfg[-e^m-r4-> ij 5!7^;i/^ p v 
[0 19 1] 

(2S,4R)-l-[5-^r 0 0 -l-[(2,4-i; > h ^ -> 7 X ^ - ;v]-3-(2-p( > ^ -> 



(89) «l^2 00 3-5 23 35 1 

(I): R, = G; R, = H; R, = OCH, ; R, = H; R, = NCCH,), ; R, = H; R, = 2-OC 
H, ; R, = OCH, 

DMF 10 m\^(r,^^M ^'2T^hfltzit^iSsCm^W^^ 0-67 g(7>&^^i:0 "C 

^K,a\<^)5%-^J{Jepj.H^t|\ EtQAc-cJSaiL, «ffi^7lC?5feL. NaCl(7)tSfn-^?e[ 
-Cgfe^L^ Na,S0,x^|gJjifeLTv§i«4-^^Ttl|l*-r&o ^^^DCWMeOH (99/1; 

tfo"=-200 ' Cc = 0.26; ^ n04^;UA)„ 

*H NMl: DMSO-d, + TBV, 360 K: ^ (ppm): 1.6: mt: 2H; 2.1-3.1: m: 8H; 3 
.35: s: 3H; 3.7: s: 3H; 3.9: s: 3H; 4.4: mt: IH; 4.6: mt: IH; 6.6-8.1: 
m: 10H„ 

[0 19 2] 

(2S.4R)-l-[5-^rnn-l-[(2.4-y^ h^':/7i-;l')7.Jl/*-;V]-3-C2-^ Y^z/ 
7 i - )-2-:^- ^ V -2 , 3--:; K o -IH-^ > K - ;u-3-^ ;w]-4-^ b ^ -> -N , M-y 

^ f - ;u-2- tf n i; V > JV ;K ^ ^ 5 K . &mi±^^i^ 

(I): R. = G; R, = H; R, = OCH ; R« = H; R, = N(CH,), ; R, = H; R, = 2-OC 
H, ; R. = OCH, 

-e#t>*t/c'(k'g'!^0.559 g^^DMF (6 ml) (O^^m^m^. tS#S::<r;^0^4:d*^iS 
-e«!fig£1-&o ^v^-C, H-^-fb^f-iuO.U m1S:jnx> ig'&l!jS:RTt^24^H 
!S#1-«.o $^liR"r-e3HHeS#t'5:7!)^^60% f4l^^7K^<k:^ h 'J ^0.04 gi-^jp 

X.. ?l^iS|a'>>fk^^;w0.33 m1>^jnx.2.o R^5^i-g'!^^^7)c4'^w^r^ EtOAc-c 
^Ti^^itio SSE^rlXM/MeOH (98/2; v/v)i|jg[-e-^{U-f ij n-7 



(90) #S2 00 3-5 2335 1 

2 gS:#S ; m.P- = 189-191 -Co 
[0 19 3] 

(2s,4R)-i-[5-^ 0 n-3-(2-^ n u 7 i ^ jw)-i-[(2,4— h ^ -> 7 ^ - ;v 

(I): Ri = a; R, = H; 1^ = a; R, = H; R, = NCCH,), ; R, = H; R, = 2-OCH 
; R, =OCH, 

DMF 5.5 itil4.^SS3t«aJ 3-4-e#t,it/:<k'§-!feC^tt#B) 0.567 g(7)ig-g-^«rO 

338 g^jDx., ii'^t)$rRT-c3^Mtl#1-^o TK^RliSiS-^^t-JD^t ^ 

^LT-^«tSrK^Tl^^*-rio ®jiL$-DCM/MeOH (98/2; v/vJ^g^gt^^ttl-S 

^0.647 g$r#2>; m.p. = 254-256 "C„ 
a," =-250' (c = 0.142; ^0n*;i/A)o 
[0 19 41 

(2S,4R)-l-[5-^ V n-3-(2-^' 0 0 7 ^;w)-l-[(2.4-vp< h -> 7 x 

;h - jv]-6-^ h 4r ->-2-:§- ^ V -2 , 3--:; n K n -IH-^ > K - ;v-3-^ ;i']-4->« h ^ 

(I): = G; = 6-OCH, ; R, = G; R, = H; R, = NCCH,)^: R, = H; R, = 2 
-OCH,; R, =OCH, 

60% ^fi+^Ki-fb-f h U 7 0.072 g^^, 7 Jl-a'y^ffl^Ttc. DMF 7 tnlttKTjgj 
it^flj 3.20T-^#t,*l7t'(l:'&^CMtt#:B) 0.719 g<7)!l^S?S^cRT-e^Dx.^ tS-^-ISl^r** 
;^<^||4:6*^ig1-**'C!li^1-So 2,4-i;p{ 
^'09'f K0.390 g$:;(jox.. ?g-^!g!l«rKT'^3|^HJt^$-j-s„ g:^5iB-&tlSr^ 
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(9D ^$«2 003-52335 1 

C7t^tM©«•>^ev6IRL^ SS#L/^4fig!fe|0-^35 g^:#a; m.p. = 283-288 
■Co 

ao" =-266.y (c = 0.11; ^^un*;i/A)o 
[0 19 5] 

(2S.4R)-l-[5-^ O n -l-[(3,4-v? > h -> 7 x )\^'>7. - ;v]-3-(2-p( > v 

a): Ri = a; R, = H; 1^ = OCH, ; R, = H; R, = NCCH,), ; R, = H; R, = 2-(X: 
H,; R, =001, 

^itM 3.2-c^|t,tl7^C'fl:-^!^(Mtt#B) 0.043 gff^THF (1 ml)-^^Sr-30 X^K 
^^^PL^ g^^H^T^^^ * ,>i,tert-^ > ^0.22 g<7)Ty\F (1 ml)-^^ 

;X hi(r->^VHf>>^;i/;}:r.ju^'n7-^' KO.035 gc^THF CI mDc^-^jg^:, tlt#t 
ia!gf«rRTi-Mt, :^v^-r. 30 t;-T?2B#Ml5^H»1-&o 'J 

ml^iti^t'Srji^^Jnx., TRffl^r*? -y bv>FT 5.0 ^ PTFE^^SriiLT 

B^it^ «ffi*K^Tt::jSli1-4o ^^^rDCM, :^v^-C> [XWEtQAc<7) (90/10; 
v/v)~ (70/30; v/v)^g^, i3j:O'^mi^DCM/Me0H<?)(99/l; v/v)~(96/4; v/v)ig 

^W = 629„ 

[0 19 6] 

(2S.4R)- 1 -[ 5 -i^r n n-3-(2-> h ^ -> 7 x - ;v)-l-(C3,4-i; p{ h 4r 7 X 
;^;i/4^j^;u)-2-;§-^v-2,3-i;i: Kn-lH-W > K-jv-S-^ ;i^]-4-n Kn4^->-2- 



(92) «t«2 00 3-523 35 1 

CI): R, =a; =H; 1^ =OCH,; R, =H: R, =OCH,; R, =H: R, = 3-OCH, ; 
R, =OCH, 

DMF 4.7 m\t^<r>^i^m 3.30c^|f,n/c'fl:'&!^C^t4frB) 0.477 Qcom^^^^ 

K0.297 g§rin^> tg-&!^^Rr-c3^[w3035-i^j^ij|it&o TK^KJKii'&^iiinx.N 

gtj^t. Na,S0,-c$g.Jg.U-C?#«fc*^^TJl^*t2.o ^^«:DCW/MeOH (97/3; v/ 
v)^i7S-Cv#ai-r S -> 'J * -5^ Jl' D V h 7 7 d^lt 2> o DCW/W V i - r JWiSTS*^ 
t>i^B^B'fl:t^ti»3#5tL;t4^l&0-3 gS:#So 
= -139.1' (c = 0.115; ^nn;J^;i/A)o 

[0 19 71 

(2S,4S)-l-[5-^ n n -1-C(2 ,4-v- ^ h i(r -> 7 ^ ^ ;v);^ JU* - ;i/]-3-(2-^ h :t 
7 i Jl/)-2-;i- 4r V-2,^v t K a-lH-^ y K- ;l/-3-^ ;v]-4-li K n ^ iz-NiN- 

(I): R»=a;R,=H;R,=0CH;R4=H;R, = NCCH,), ; R, = H; R, = 2-OC 

H, ; R. = ecu, 

DMF 5 mlcfi^Uig^ 3.32-c#P>tL;t'fk'^|&(v^T;^-r Vii-v-Oii'^!^) 0-82 
g<7>ii-^!^«r4 ICICJ^^PL, St^H^Ti^s 60% fi4^7)c^<kt N';^'A0.076 

g^rjnx., ^g-^i^^-^ t;-c3o^Hit#i-2>o ^v>-e, 2,4-v'^ h^v'^y-t-^^;;^ 

;w*-;i.^rn7'f K0.451 gSrjDx.. S'&tl^rRT-cS^Hti^-r^^ TK^Oml^rE 
iSm-g-^t^Dnx.. #f)it4ti-&^«rEtOAc-c}iiiHjLs «fflSrNa,<A<^5%-^ja[-c 
i5fe^L, Naa<jr)iaffl-}§?fi[T?5fe^L. Na,SO,-e$£j»LT-i§«E*^^Tlw^*i-i.o 
^^^DOVMeOH C99.2/0.8; v/v)ig}g[-c^ai1-2> 7 Jl' 5 t ^ n v b 7 H;6Mt 

*o 2o<7)-::;Txf 

- J: *3{g:v>®t4: ^ifit^J 7(^'(l:-&!ax 0.122 g;5«/s^-9- VTi^^^fa-flsmt^lHlJE? 
fi:^ ; m.p. = 151 "C 

ao" =-154° (c = 0.1; ^nu^x;V'A)o 



(93) 1$S20 0 3-52335 1 

= +140P (c = 0.1; ^nn*;PA)o 
[0 19 81 

[0199] 

[^11 



(94) 



00 3-5 23 3 5 1 




(I) 



OCH, 







R2 


Ra 


R4 


Rs 


R« 


4Sr . / H n Th 
jwb ; Up ( / ti w j}^ 


9 

(a) 


CH3 


H 


OCHj 


H 


-N(CH3)2 


H 


0.65 H2O 
162-164 

-202.8' (c^O.139) 


10 
(b) 


Cl 


H 


OCH3 


H 




H 


0.25 H2O 
161-162 

-205.9' (c-0.135) 


11 
(c) 


0CF3 


H 


OCH3 


H 


-N (CH3>2 


H 


147 

-223- (c-0.13) 


12 
(d) 


Cl 


e-CHa 


OCHj 


H 


-N(CH3)j 


H 


>f y^i— r-yw 

-162.1* (c-0.103) 


13 
(e) 


CH3 


6-CH3 


Cl 


H 


-N(CH3)2 


H 


1 H2O 

232 

DCM/^ y ji— r/v 

-239*(c=0.1) 


14 
(f) 


Cl 


H 


OCH3 


3-OCH3 


-N(CH3)2 


-CH3 


233-234 

DCM/^ ya.— T^yl/ 
-198' (c=0.11) 


15 


Cl 


6-CF3 


OCH3 


H 


-N<CH3)a 


-CH3 


230-231 
-170* (c-0.11) 



[0 2 0 0] 



(95) 



1$a2 003-5 23 35 1 



16 
(h> 


CHj 


6-Cl 


OCH3 


H 


-N{CHj)2 


-CHj 


238-240 
DCH/ y:r,^T^^ 
-163.2Mc-0.12) 


17 
(1) 


CI 


H 


OCH3 


H 


-N(CH3)2 


CH2C 
H3 


169 

-207' (c-0.2) 


18 
(j) 


CI 


H 


OCH, 


3-OCH3 


-N(CHj)2 


H 


148-150 
DCM/-^ y j:—' r/v 
-207.3' (c=0.11) 


19 


CI 


6-Cl 


CI 


H 


-NICH3)2 


H 


181 

-265.3* (c=0.17> 


20 
<1) 


CI 


H 


OCH3 


H 


OCH3 


H 


185-186 
DCM/-f y^i— 
-180. 9- (c-0.15) 


21 


CI 


6-CH3 


OCH3 


H 


OCH3 


H 


226 

DCM/>f y^i— T'/V' 
-131' {C-0 . 17) 


22 
(n) 


CI 


H 


OCHa 


H 


-N(CH3)2 


H 


135-149 
-188.3' (c-0.11) 


23 
(o) 


CI 


H 


OCF3 


H 


-N(CH3)2 


H 


-105Mc-0.12> 


24 
(P) 


CI 


H 


F 


3-F 


-N(CH3)2 


H 


-174- (c-0.15) 


25 
(q) 


CI 


H 


OCH3 


4-OCH3 


-N(CH3)2 


H 


183 

-194- (c-0. 16) 


26 
(r) 


CI 


H 


2,3-0-CH2-0- 


-N (CHa)! 


H 


192 

-200' (c-0. 16) 


27 
<s) 


CI 


6-Cl 


OCH3 


K 


-N(CH3)2 


H 


160-161 

^ y:t— -r-^w/DCM 
-13a.8Mc»0.11) 



[0 2 0 1] 
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(96) ^^2 00 3-523 35 1 

n 3i:|ait(;)^fttC«£oTSSig$tlSo ^BKi^liOWMeOH (97/3; s^Mmi^LT-^ 

[0 2 0 2] 

n 3nfsm<^^Slcii&oTSit$it&o 4l£«!HiKWMeOH C96/4; v/v)ig^8[-C}§ 
[0 2 0 3] 

ifi^ai 3tc|5®05*^*lC$£oT|S5t?tLSo 4j3£!^JiD(WMeOH (96/4; v/v)i|^g-c 
JO 2 0 4] 

mM ^r^um<^i5mr^'^^x^i^^ii^o c96/4; vm^-^^-c 

10 2 0 5] 

(e) i<^)'^l:-g'tl^i^ Siiii^I 3.14-c^|P>i^;t'^l:'&ia, ^14#B;5.t,ai||UT. * 
ifiliSJ llCfS®(^^fe{C$&oTSjt$tL2.o 4^!feliDCWMeOH (98.5A.5; v/v)t| 

[0 2 0 6] 

faj lH|Eit<?5^&lli£oTSSit$tL^,o 4^^liKM/MeOH (98.5/1.5; v/v)iij^ 
[0 2 0 7] 

Cg) io-fk'&i^fi^ SJit^ni 3.l8-c^|t,^L;t>^l:-g•!^, ^^#B^^f,Hi^LT> * 

i(6««J HcE«<^^fel'«£-^-CSii$il2.o 4fig!^»ifXWMeOH (98/2; v/v)|g^e[-e 
[0 2 0 8] 

(h) C:<?)^b-^i^^±^ Sit^^J 3.22-e^|^tL/c'(b-&!g5> Mtt#B^^^ai^LT> * 
Jfef^fl llcE5K<^^fet«£oTlS®$it*o &fi£%{iDaVMeOH (98.5/1.5; v/v)ig 



(97) ^#820 03-5 23 35 1 

[0 2 0 9] 
[0 2 10] 

*H NMR: DMSCMs-. j (ppm): 1.4~3.3: m: lOH; 3.4~3.95: 3s: 9H; 4.2-5,0 
: m: 3H; 6.6-8.0: m: 9H^ 
[0 2 11] 

[0 2 1 23 

mm 3tc«E«(^:^fe(ctJfeo-CSIit?tLio ^iK^liDCM/MeOH C97/3; vM^^-c 
[0 2 131 

Ji^^tH^tT. 3n|E^(7)^fetti&oTlJit?ti;?>o ifeEg;!fe{iDCM/EtOAc 

(50/50; v/v)ig^-e-;gai^ S v"J ;!7 y JW:J' nV h ^7 7 Hi^t it, C-)^t4# 

[0 2 141 

(n) z<r>^\:^^ii. ssitfiaj 3.33-e^|t,ti,fc'ffc-^fe;5^t>tbl&LT, 3me 

«0^i*lCtJ£o-CSSjt$itSo ^jSISfiDCW/MeOH (95.5/4.5; v/v)ig}8[-e}§HJl- 
[0 2 15] 

(0) Z<Dit^^lU SJig^nl 3.35-e^|t,tL;t'fk-&!fe, ^ iBH L T , * 



(98) !^200 3-523 35 1 

10 2 1 6] 

mm 3lcEi40:)JiSt^«&oTgi&$itio 4jSi^»iWEtOAc (97/3; v/v)jg,8[ 
[0 2 17] 

[0 2 18] 

(r) :i<oit^mii. SSM 3.4(h:•^|^,iL;t'^l:•&!a;5^f)^BI&Lt:, *ifii^J 3i;ia 

®<^:)Jjit:i«£oTSJit$tLSo :^v^-e, DOVMeOH (99/1; v/v)ig 

[0 2 19] 

(s) M)^f?!i 3.42-e#^ti/c'fb-a-i^;5^^tii^LT. 3ic|h 

[0 2 2 0] 

2-[[(3R, 5S)-i-[5-^ nn-i-[(2,4-v;p< h 7 x ;V'5}^-;v3-3-C2 -p« 
7 5 >')*;w'K-;V']-3-k'n ';-:;^;w]:i- + ->]B^® t e r t--/-^;i/^ ifeJItt^ 

a): Ri = a; R, = H; R, = OCH; R, = H; = N(CH,),; R, = -CH,<XOC(CH, 
), ; R, = 2-OCH, ; R, = OCH3 

C(7)<li-^i5(i. 3.44x'^#A,*t;t'fb'^^C^t4#B) 2.9 60% m^jjt^ 

Mitt h 'J '>a0.233 DMF 15 ml^ J: U'2,4-i;;< h ^ "i/^y-ify :^)^^-~>^i^ 
n^-f Kl-25 9ii>htti^lX. 3n|&®(75:&^tcitoT$S3t?*t2>o 
ig^S^DCM/EtQAc (80/20; v/v)igf8[-e?§ttJl-S v"; b 7 7 



(99) ^^2 003-5 23 35 1 

ao'° = -159" (c = 0.23; ^nD^^Jl/A)^ 
[0 2 2 1] 

mm 29 

2-[[(3R, 5S)-l-[5-^ n a-l-C(2.4-i;> h^'yy x -;i/]-3-(2-p{ 

a); TFA: R, = a; R, = H; R, = OCH, ; R, = H; R, = N(CH,), ; R, = -CH,C100 
H; R, = 2-OCH,; R, =OCH,, 
DCM 15 n\t^<7)mM 28-c#t>tL/t:'fk'^!K!3 g*J:i/TFA 15 m1^jl#!^$rKr-e 

„„"'=-179° (c = 0.31; ^ nn4.;i.A)o 
[0 2 2 2] 

(2S. 4R)-l-[5-^no-l-C(2.4-:;p« h ^'yy :^=-)V')7.)V^^=.}Vl-^C2-;f 
'>7x-;i/)-2-;^^V-2,3-i;i: Kn-IH-^ v K-;v-3-^ ;i/]-4-[2-[[2-v: kd 

(1): Ri = G; R, = H; R3 = OCHj ; R, = H; R, = N(01,), ; R, = -CH^CONHCCOI 
,)CCH,OH),; R, =2-0aH,: R. = OCH,^ 

DOi 20 fa\t^<7)mn 29-c^|t,it;t'fk-^^0.5 g, 2-75 y-2-p{f-;i,-1.3-y 
v/^y-;^'-)v0.085 g, BOP 0.290 gjs J: h >J i-?-;V7 ^ vO-187 g^ig^^ 

DCW/MeOH (94/6; v/v)ig-^x-^aiTS v'J h 7 l^ji^t^o V 

x-r;V/75^^^B^B'fb?^lC^#$it/c4^^0-31 9i^i,.; m.p. = 154 tJo 
=-142' (c = 0.19; ^nn*;i/A)o 



(100) 'RfS2 003-523351 

[0 2 2 3] 
31 

(2S, 4R)-l-[5-^nn-l-[C2,4-i;;< h4rv'7x-;w);^;i'*^JV]-3-(2-> 

(I); 2TFA: Ri=a;R, =H;R,=OCH,;R,=H;R, = -N(CH,), ; 
l-fl: 2 7 1 

Rj - -CHj-CO- ^NH ; R, = 2-OCHj ; Rg » OCH,. 
10 2 2 41 

A) D01 20 ml43(;5^ifet?!) 29x-|| ^ Htzit^iSd^-^ 9. l-Ctert-7' h * ;i/>i? 
::^;i/)e^9v VO.2 BOP 0.404 J: t>' h >; x^Jl^T 5 >0-263 gcr)^!-^^* 

gE^^IXWMeOH (97/3; v/v)^i^-c-;§ai1-&':^ V * ^Jl'^' b 7 lC)5^tt4o 

B) DCM 10 m\^ayj:m^X'n h Hfzit^^'^-^ 9*3 J: y^TFA 10 mloig^i^S: 3^ 

S!fei-7.f>«lX1-^o ffl#?*t;t4S&!feO-6 g?:#*; m.p. = 166 -Co 
« 0" = -13y (c = 0.27; n n * ;i/ A 
[0 2 2 51 

32 

(2S, 4R)-l-[(2,4-i;> h^->7iX;v)^;V*xjl/]-3-C2-^ h4r->7xXJl/)-2 
-;a-:^V-2.3-vV; Kn-IH-^ > K- ;V-3-^ ;i.]-N,N-i;^ f-;P-^[2-:i- V-2-C4 

(I): R, = a; R, = H; R, = cm, ; R, = H; R, = -N(CH,), ; 
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(Ml) 
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-CH,-CO-N. 



p ; R, = 2.0CH, ; R, = OCH,. 



[ 0 2 2 6] 

DCM 20 mlf^oy^mM 29-c#^tl7t<b-^tlO-^ 9^ ^)\yy*') > 0.085 g, BOP 
0.347 giij: Of h «;x-f-;U7^ V 0.227 Off^W^^^^f^Tx-l^mmWr^o KlZ^M 

;&o ^^^rKWMeOH (95/5; v/v)ig^3[-c-^ai1-a ^^^V^ n v h 7 

aj"'=-153'' (c = 0.28; nn*;WA)o 

[0 2 2 7] 
*lfe«^J 33^ i 0^34 

3-(4-ot;l/;JxU - jv)yaAV«i(3R.5S)-l-[5-^nn-l-[C2,4-7p< h^>/7 
;i.U;l/^s-;v]-3-(2-p{ h a:-;w)-2-:t * V-2.3-7 1 Kn-IH-^ > K- 

(I):R, = a;R, =H;R,=0OI,;R,=H;R, = -N(CH,), ; 

Rj-'CO-CHjCHj-N 0 ;R, = 2-0CHj ;Rg«OCHj. 



[0 2 2 8] 

:Lilh<Dit-t^ii. 3.45x-#t>tl;t'(l:'&^3.1 DMF20ml, 60% ^ 

fpyiiM'itt y >; ■^7^ 0.238 gfcj:a'2,4-v'> h^v/^v-t* vt. jV'J^-jw^' n^^f 
Kl.27 g^.t,aillL-C. *i4il?fl 3i::|aK<^:&&l^ifeo-ClJ)t$ii'2.o 



a02) ^8200 3-523 35 

OVMeOH (90/10; v/v)^jg-c-^ai t S U Ti; ^ Jl' n v b 5 7 ;J^»t S o 2o 

o 

=-154' (c = 0.3; ^nD*;VA)o 

o 

a,^" = +127" (c = 0.29; ^nn;^;vA)o 



(103) 
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[iltoB] ¥b£1 4#8^ 2 6 Q (2 0 0 2. 8. 2 6) 

i^uniE 1 1 

1 ] ^ : 



- Rl{±^^o^vJg^^; iCx-^) 7)^^}^: (Ci-C,) TJWn^-^; 

- RjH^Nuyvli^ ; b Kn:^-> ; (Ci ~Q) T^v^JV ; (Ci-Q) 7^^ 




(I) 



a04) «Fa2 00 3-5 2 3 35 1 

- R.tiTK^Ji^WNDyvjg^ ; (Ci~Q) 7;u^;u; (Ci-Q) r^wn 

- R,tixf-;wT5yl; v^f'Ji'T^y^; 7-b*f-v>-i--f jw^i (d 

- R«(i7Ktm^; (Ci~Q) r;!^^;!/ ; (CHa) «-CO-R» : ^- 
CO- (CHj) n-NRioRii*^i^L ; 

- Rrii (Ci-C,) r^Prr^-V^r^i^t : 

- R8[± (Cx-C,) 7;V/3^->Sr^i*U ; 

- R»til:Ka#>/; (Ci-Q) TJWn^v' ; S-NRu Ru^r^iJ^L ; 

- Rioi3<):i>'Riifi#^ife3it-C (Ci~Q) T;w^;w«rE'^L ; 

- i^ctiRxoi3J:a'Riifi, •etl^76^'^^t•Cv^S^tIi^•i:-^t^-'5:•2•C^ 

1 -'f fo'j v>- i--f e^'J3^- i--f ;v> 
>_ 1 _^ >-4->f;i''{>L< >- 4 ;u*^f>S 

- Ri2ji2K^'bu< f± (Ci~Q) 7;i/*;v*ti*L : 

- Ri3{i (Ci-C,) TJW^^v ; - C (CH3) jCHiOH^; - C (CHi) 
(CH2OH) 2^; -C (CH2OH) ,^^MML', 

- nfi 1 SjtJi2-e*&] 
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[Ik 21 




(la) 



yfy(D3^<DRmUf-i)^ (R) SSfiJ^-Ji (S) set<^v»t'*L^^-e^)^] <om^ 
- Rit^TK^W."}- ; ^f-;i/^; ; t e r t 

^^)V^'.f})Vif.^i/;*^)\^m; [ [2-fc Kn:^->- 1- (li K a -> ^ f- 
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^ (I a) wm*«4^cJ:^.'fk-^!Kl^ WSkmttz{i:^^mt<D^. fj:hmz^<D 

'SMm^is i.xf/ttz \tim^o 

[mtJge] - (2S, 4R) -1- [5-i^nn-l- [ (2. 4- 
v> ^^->7i-J^) -3- (2 -2-** 

V-2, 3-vfl:K^-lH-^>'K-^^-3-^JV] -4-t: Ka^->-N, 

N- vp< 2 - en i; * jw^^-y- 5 ifeJl-tt^ttft ; 

- (2 S. 4R) - 1- [S-^'nn - 1- [ (2, 4 - v^;^ h +'>7i-Ji' 
) -3- {2-:^y^\/-7 3.^)\^) -2-t^V-2, 3-vV:K 
n_ 1H_^> K-J^-3--^'>^] -4->h^->-N, N - v f-^i'- 2 - 1* 
□ 'J V > * JW^-*^-*?- ? K, ; 

- (2S, 4R) -1- [5-^nn-3- ( 2 - n n 7 x-;!') -1- [ 
(2, 4 -v^> h*->7ccci;i/) -2-* + V-2, 3--:^liKn 

_ 1 H-'f V K-;!'- S-'f^W] -4 -K Kn^V-N. N - vpt JU- 2 - ^ 

- (2S, 4R) -1- [S-^'DU-S- (2-^'Dn7x-;P) -1- [ 
(2 , 4 -v^p< h^v'7x:=.Jl/) 7.;V'*-JV] - 6 - 2 - 2 

, 3 -vfc Kn- 1 H-^ > K-Jl'- 3 --I" Ji'] -4-;<b^->-N. N-->*> 

- (2S, 4R.) -1- - [ (3, 4--;^>h*>'7x-JV 
) -3- ( 2 h 7x -2-:t=^V-2, 3-vt:K 
n- 1 H--f V K-JW- 3 -4-fcKn^->-N, N- v^^< 2 - 
e n 'J V > * ;v >}e^ -9- 5 b\ ifcH'tt^t^'fr ; 

- (2S. 4R) -1- [5-i5'an-3- ( 2 h^'>7x^Jl/) -1- 
[(3, 4 --y^ h^->7x-JU) :5^JV'*-Jl'] - 2 -;J-^V- 2 , 3-vtK 

n - 1 H-'f > K-JU- 3 --f ;v] - 4 - t Ko:^r-> - 2-kfn'; vV^JUsKV 
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- (2 S. 4 R) - 1 - [5 - ^f-il'- 1 - [ (2. 4-Vy< >^'yy:^^)l^ 
) 7s}Vih=.}\^] -3- (2 h+->7j:-JU) -2-:J- + V-2. 3-vt:K 
n- 1H--0 K-^l'-S-'^^l'] - 4-b Kn:t->-N. N->'p«f-;i'- 2 - 
e n 'J V > * ;i/ >K+ ^ ^ : 

- (2S, 4R) -1- [S-i^VV-l - [ (2, 4-v^ >^-:/7xcijW 
) -3 - (2-^h4r->7i^;i') - 2-;i-*V-2. 3--7l:K 
n_ 1 K-;w-3 -'f JW] -2- (T-iff-v^- 1 

- (2S, 4R) - 1- [5 - h'J 7Jl/;i-np< [ (2. 

T.;!/*-;!/] -3- (2 h+->7x-;V) -2-:t^V- 
2, 3--:^li Kn- 1 H--<> K-^V-3--f ^l'] - 4 -li Ka^'>-N. N- 
^;v/- 2 - i^n 'J v> ^ K> ;feilt4M14# ; 

- (2S. 4R) -1- [5-i^Dn-l - [ (2. 4-vp(h^->7i-;V 
) -3- (2-p{ h^i/y^-JW) - 6 2 -^ + V- 2 
, 3 -v^fc Kn- 1 H--f > K-JW- 3-'f Jl/] - 4 - t Ko4ri/-.N, N-v^ 

- (2S. 4R) -1- [3- (2-'^vuy:L=.}V) -1- [ (2, 4-v^ 
^h+->7i-;W -5, 6 - v'^ 2 v - 2 , 3-':^ 

t: Kn- 1 H-'l' > K-Jl'- 3 ^i'] - 4 - Kn^rv'-N, N-v>f-;V- 
2 - n 'J V V * iVsK^-f 5 K, :fcSEl±^14# ; 

- (2S, 4R) -1- [S-^'na-l - [(2. 4-v> 

) ;;^;v;f>-;u] -3- (2, 3 - h^V7i-;l') -2-:t^V-2. 3- 
K-n- 1 H-^ > K-^^- 3 --^^W] -4-;<h + ->-N, N-vj'^Jl'- 
2 - e D ij * 5 K, :fei£14Mtt# ; 

- (2 S. 4 R) - 1- [5 an - 1 - [ (2, 4 -i?^ h +->7 x-;w 
) - 3 - (2 - > h^->7i-Ji^) - 6 - h 'J 7;V;J-n^f-;i/- 2 
-;§- + y- 2, 3 -vl; KD- 1 H--^ > K-Jl/- 3 J^] - 4 -> 

N, N - "V^ f-^V'- 2 - tf n 'J y V * ;u:^e4r.-9- § b\ fcilttMttfr ; 



a08) 00 3 -5 2 3 35 I 

- (2 S, 4 R) - 1- [6-^ no- 1 - [ (2. 4 h^i/7i^;v 
) :^)Vjt^=.)V] -3- (2-^ h^v'7i-JW -5-^^-'l^-2-:t^V-2 
, 3 -vt KD- 1 H—f > K-JV- S-'f JW] -4->«h+'>-N, N-v^p^ 
f-Jl/- 2 - en 'J > 5t? JVsK^-t 5 icSStt^tt'* ; 

- (2 S, 4 R) - 1- [5-^ an- 1 - [ (2, 4 - b 

) - 3- (2-^ h^i/7i-;i') -2-*^y-2, 3-vV: k 

n_ 1 H-'f > K-JU- 3 -'f ^W] -4-xh^->-N, N--7^ f-^V- 2 -fc' 
n 'J V > * 5 K. ; 

- (2S, 4R) -1- [ (2, 4-v^ h*v'7i-;W 
) -3- (2, 3 - Vp< h^->7x-;i/) - 2 V- 2 , 3- 

Kn- 1 H-'f > h*-^V'- 3 — f ^l'] - 4 - Kndf->-N. N-i^;^f-;i' 

- 2 - n i; V > 5!7 ;v**^-9- 5 b\ l^mtk^^i^ I 

- (2S, 4R) -1- [5, e-vi^nn-S- ( 2 -j^ n n 7i-;W) - 
1- [(2, 4 -vV h^v'7x-;V') -2-:t^V-2, 3-v 
k Kn- 1 H-'f 3 — f ^W] - 4 -I: Kd^->-N, N-v^f'-'l'- 
2 - 1: D y > 5!? jv 5 K. ;feliSittM1±'* ; 

- (2S, 4R) -1- [5-i5'Ua-l - [ (2. 4-5^^ h 4r 7 x ;P 
) -3- (2 h*'>'7i^;P) -2-;i-^V-2, 3--:^l:K 
a- 1 H-'f V K-;i/-3 JV] -4-;^ Y^'y- 2 -t^o 'J y 

- (2S. 4R) -1- [5-^Dn-l - [ (2. 4-v^^h^->7i-;v 
) jl/] - 3- (2-^ h^->7i^;i/) - 6 - > '^-'l'- 2 * V - 2 
, 3 -vt Kn- 1 H-'f > K-;i'- 3--f ;^] - 4 - j»{ 2 - bTu U v 

> * ;v/ >K > ® p< f - > ; 

- (2S. 4R) -1- [S-^'on-l - [(2, 4-v'p« h^->7i^;W 
) -3- ( 2 - J- b ^->"7x:::;w) -2-;i-^V-2, 3--:^l;K 

o_ 1 y 3 --f JU] -4-k: Kn + i/-N, N- v>< f-^l'- 2 - 

- (2 S. 4 R) - 1- [5 -^^ no - 1 - [ (2. 4 - h+->7x:^jU 
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) 7.;l"i^-;l'] -3- (2, 3--y7Jl'*D7x^;i/) -2-:t + V-2, 3- 

- 2 - e D U V > :;i7 Jl/ sK^-ij- ^ h\ :feJltt^t4# ; 

- (2S, 4R) -1- [S-^-nn-i - [(2, 4-vp« h^->7i-;v 
) -3- (2, 4 -y^ V*v'7i-Jl') - 2 -:t*V- 2. 3- 
->'t: Ka- 1 H--f K-JU- 3 --f ^i'] - 4 - k: Kd^->-N, N-v^^f-JW 

- 2 - e n V > * 5 K, ;feM4m'r4<!i: ; 

- (2 S. 4R) - 1- [5 -i^ no - 1 - [ (2, 4 - v> h ^->7x^;v 
) -3- (1. 3-^>7'v:*-*V-Jl'-4-'f ;W) -2-:^-*V 
-2, 3 -v^V: Kn- 1 H--f > K-Jl'- 3-W ^W] - 4 - t KD4r->-N. N 

- 2 - en «; v > * 5 h% &SI14^'i4# : 

- (2S,4R)-l-[5, e-v^^'np - 1- [ (2.. 4-->V h^->7 
i-;!/) -3- (2-p{ h^-:^7i^;i') - 2-*#v-2, 3- 
vt: Ka- 1 H--^ V K-;^- 3 Ji'] - 4 - Kn^->-N, N-vVf-JV 

- 2 - e n 'J V V jPsK^-y- ^ : 

- 2- [ [ (3R, 5S) -1- [S-^'nn-l - [ (2, 4-i^^ h + -> 
7x-;v) - 3- (2 -p< h ^->7x:::;i') -2-;i-^V-2, 3 
-vk Ko- 1 > K-^l'- 3 --f ^V] -5- [ f-;VT 5 >' ) iJ 

- 3 -en'J v::^;l'] g^® t e r t-7'f-Jl'> ifcJItt^'tt^; : 

- 2-.[[(3R, 5S) -1- [S-^'on-l - [(2. 4-vVh^-> 
7x~;i') ;(.;V;J^-;i/] -3- ( 2 h ^->7x-;p) -2-:^-^v-2, 3 
-i/k Kn- 1 H-'O K-Jl'- 3 --f JW] -5- [ (v^^ f-Ji^r 5 ^ ) 

-3-v;*ny-:;x;i/] ;r*->] :fcfilttM«#: 

- (2 S. 4R) -1- [S-^'OD - 1- [ (2. 4->^> h^'>7x:^;i/ 
) -3 - (2-> b#->7x::^;u) -2-;i-^V-2, 3-v'l: K 
n- 1 H-'f y 3-4 )^] - 4 - [2 - [ [2-1; Kn^->- 1 - (k 
Kn^v^f-;p) - 1 -> T^y] - 2 V-^^ h ^^^^l -N, 

- (2S. 4R) -1- [S-^'nn-l - [ (2, 4--;^> h =lr 7 x 



(llfl) 
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- (2 S. 4 R) - 1 - [ [ (2, 4-v^ y^'y7j:.=.)\,) 7>}Vt^:=.}V] - 
3- (2 h4rv'7x::^;l') -2-*^V-2. 3 - v t KD - 1 H > K 
-Jl/- 3 --^ Jl'] -N, N-vp« f-;!'- 4 - [2-:t + y-2- (4--^;V'*'J 
^ Jl/) X h - 2 - e n 'J V > ? I 

- 3- (4-*;v*'Jx;i/) ynyivm (3R. 5S) -1- 

1 - [ (2 , 4 -->';>« h + j^x;i/) 7.}1'^-}V] -3-^(2 h^->7x 
xj!/) -2-^^V-2, 3-vl: Kn-l H--f > K^^l'-S-^^W] -5- 

7K« P> S*^ ? n 5 J: * -fk-^^o 



[i?:*, Ri> R2. Rj, R4, R5*sJ:CfR6fiS*«l i::i3V>T^ (I) (^-fk-^ 
Hb4] 



[^k3] 
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Hal-SO,- 




(ni) 



R7isxtrR»im^mii^is^^r^ (i) (Dit^mi^^^^-c^mLfct 

8 ] K 4 lltt#<?)3^is. t ?t »± 7 :^ -r V :i- ^tt<*^<^ iS 

[it5] 



- Rlli^^^^r'>lii^ ; (Ci-C,) tji/^^p; (Ci~C,) t^p^^It-:/ ; b U 

- iTtfiRi »i>f V K-JW- 2 -*>S|<7)6^itC2fe 19 ^ jS^oRiis iO^RiJi- 
J^lc o xr-li h p« ^ 1^ ?r7£i* t ; 

- Rjfi^Npyviii^ : Kn^-> : (Ci-c,) 7;i/^^v; (Ci~c^) r-iw 

- R4ii7lctJE^ : /Noyvis^ ; (Ci-Q) 7ji/*;w: (Ci~c^) 7;i/=i 
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- Rs{±if-;i'T?yS ; v;<^;i'T^>'*: 7-if-?^v>- 1 --f : (Ci 

- RsiiTlc^Jg^; (Cx-C,) t;1'+jw ; (CH2) --CO-R, 

CO- (CH2) n-NRioRi»=Sri:i^L ; 

- R9(il:Kn^>/; (Ci~Q) T;V3^-> ; N Ru Ru 5rs,i*L ; 

- Rio^J:C>'Riili^>«'^ALT (Ci-C,) 7;p*;v«r^i*L ; 

- t;t{±Riofe<J:0'Rxx{i, ^flh*^i&'kVX\^>im^W.l-t-1^K^j:oX. . 

- RwfiTlc^f ;t[± (Ci-Q) 7Ji-^Ji'*S:i*U ; 

- Rxj{i (Ci~C,) T^W^-iV ; - C (CHO 2CHjOH&; - C (CH») 
(CHiOH) »^ ; -C (CHiOH) sS^r^i^U ; 

V - 1 - >f <;>'-4-^';v'fcL< [±^:t*;V'.-^'j > - 4 — f JV-id^ibS 

- nli 1 S7t(i2-e^^] 
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